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^= (54) Title: AMIDE DERIVATIVES AND DRUGS 



Ci] 



(57) Abstract: Amide derivatives 
represented by the general formula [1] 
or pharmaecutieally acceptable salts 
thereof, and pharmaceutical compositions 
containing the same as the active 
ingredient: [1] [wherein n is 0 or 1; X is 
CR 4 or N; Y is CR 6 or N; Z is CR 7 or N; R 1 
and R 2 arc each independently hydrogen, 
optionally substituted alkyl, acyl. opi ionalh 
substituted aryl, an optionally substituted 
aromatic heterocyclic group, or the like; 
R 4 , R 5 , R 6 , and R 7 are each independently 
hydrogen, halogeno, hydroxyl, amino, 
alkyl, haloalkyl, alkoxy, monoalkylamino. 
dialkylamino, arylalkyl, cyano, nitro, or 
the like; and R 3 is optionally substituted 
alkylamino, optionally substituted 
arylamino, optionally substituted cyclic 
amino, or the like]. The above compounds 
are useful as TGF- /? antagonist. 
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$; T A> ^ T % J % 7 y-^T^^r/K is T / s Xfci=ht3fti?«r* 
t, R 3 f ^^tPTfciV^7>= 3 r/V7 $ / , S^^H-CV^Tt 

# £ PJHfc £ 4fc , T G F - 0 fSta^J t L T ^ ffi 5 0 
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w m m 

W. ft W 

i f § T' G F - jS (transforming growth factor- j3 ) Jt & #U U: |§ f 5 
#-3BBim, fcrBLfcrs Fli#, XU^Ol^WfcffltSJiS 
K'StSo TGF-Zlftjftiia, T G F ~ 0 # H 1- 3 ftfttft © if 

a # w * 

15^t^ b*^ Vl?&5o TGF-M^ #§ # I! fft © £ % K 63 L T s 
^^XA^^/ioT^S. $ - , T G F - 0 « , 

£ s §r « $ it § 0 fifc, TGF-^ft^^^fcliss^v h y y 

9 * fc#;#1-§SB:fc#l**0#JSfc«:ML, W B# 3 6 » Sf Pi 
& i|JP&*5 0 $ H tC , TGF-jStiJWlllS^vbyy^ 

h y y * * <D ft * £ ffi 31 § * 5 o 

m m & i 1~ s # a & is © it m ft as &■ m m l % a> o m n§ © anc 

o T 46 fct fiSftfti**Lri>8. L I > fa © jg 0 ^ J; D s 
t> i fc tFjii PJ * T G F - jS © m £ & § « ft © 7t it £ C N ft* o & 
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M m ft £ ft ft t? i| « f5 R# tt , & » J3& ft ir 5 i| m H =f- k Lt#^ 

V^ & o (Human Cell, 13, 97-101, 2000, Adv. Immunol. , 75, 115-157, 2000) 
$o.T % T G F - J3 fififtSJlt, T G F - jS S JifE©^E© 

7&S?ll£ft«9#§ (Border, W. A. et al. , J. Clin. Invest. , (90), 1- 
7, 1992) „ 

ft *3 , II BR & i WOOO/44743^- fc ^^K-/P-3-*/l/ # * 1M KM 
&MW001/43746^<f ^ 3 -#/V$*rf- ? Kil^^f^^H 



ft < > TGF-J3 Sfttf^ffi^aiV^, MftT S K»3f#**ft*r5 ^ 
£ & 5 c 

l fc as o t , * is w > -oictt, ^ © & [ i ] -e £ $ ft § ^ -a- to 

T*&oT, ft© (A) , (B) s ^L<it (C) 0#£<£^Tft;&>-? 



(A) 

n 0 %$ti- 0 



IS BH © IS ^ 




[1] 
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R r s R 2 «, m-X\±Mt£iX s 7l<S, 7;V*j\> s ^P7;V^f/K fc 
Kp^^7;v^;v, T/Va^i/j;^^, * ;v # ^ ^ 7 /V ^ /> , 7 V 

5 7' y - /K ^ISIillX'J7!)-;V7;K^©7]i-;H^i^ 
R 8 1 , R 8 2 X fcfc R 8 3 "t J S^S^b"tV v >t"' , b cfcV^o R 81 , R 82 , R 8 3 
B, 11 — X ft H & o t , ^n^y, T ;v ^ )V s /np7/V^/v^ T A- a 
^ v N /M3 x /V a N fc Fp^^s fc Kp^^7^^;v, * A' 4s ^ 
V , r A a ^ * /V ~ /v % T J X f± ~ h p Sr S 1" , X « s R 8 1 s 
10 R 82 N R 8 M£, 2lCiiJ-ftfcft.ots ^Vy^****' 

R 4 , R 5 , R \ R 7 |3 x i-Xftlftots /n n ^ y , fc K 

o^i/, 7^ A 7 ;V ;v , ap7;K/V, 7 /V a V „ t/7/K 
;V7 5 A ^7/^^7 5 / % 7P-^7;v^f/K ^7;xtl=hP 
is i'Ht 0 X«s R 4 s R s , R 6 > R 7 ft, Kt!lt52flcSiS-il^i 

R 3 «, [2] l?^^6Slrtt. 

— I s / \l-R— R 3B 

r 3 A si N t° y y , t'r^, t? y ^ y x « fc° y ^ & > <o 2 m o 

R 3 B U , -r h 9 J/ y ^ C f>> 6 *r h 9 9 y )V tt , 7/H/v ( a> § 
I^t^t % £ o ) $ fox ^ r t £ 3 C3] 

25 
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C3] 

R 3 c , R 3D te, m-X\Z£ftoX , fr<D (1) ~ (4) ©S^V^f 

ft 

( l ) ?k 

( 2 ) ^ ^ p T ;V ^ ;V (fa fa & is f a T/V^yv}^ 7 /V JV , t K p 
5 ^ V , t Kp^V7/1"¥/K * ^ ^ ^ N T ;l/ a *r 'V # /V tff 

( 3 ) 7 A* * [ fa fa 6 7 ?V * « , l-6<B©[U-XttftJS:5 N ( i ) 

6 fP <D ^ T n ^ ^5ffift©^f P^iii> 7 ^ , t K P *r 

io i) %%nmmmm (fafa&^mmmmnmn, i - smom-x\t 

145, 7 ;v *c ;v N t • k p ^ ^ N 7 5;/, t Kp^V7/v^/vxB7 

;V a *f $/ 7 ;V df- ^ T* ft $ § ft T V> T % £ V> 0 ) , ( i i i ) t K P ^ 
f , ( i v ) 7 ^ =» * % ( v ) 7 U - /V (fafa&TV-frfc, T )V 

15 V^Tt>J;^ 0 ) N (v i) T JJ - ^ # * (ii>i»5r 5 -^t^V© 

7 U ^ /V- % $j n , 7 ;V * )V , t K p ^ v\ T^n^^XST/l'n^^ 
7^*/VT?fi$fe$ftT^T&J:V>„ ) , (v i i) r;v^r/VT5 A 

( v i i i ) i? 7 /V *c jv 7 5 7 N ( i x ) i) ;V tf? dp- ^ „ ( x ) 7 ;V 3 
* ^ # tf? ~ , x x ( x i ) AP^y, ^ti^ti-c^r^ J:v\ ] 
20 (4) 3T«iti?JitS (^^SffiSiiSft, 7/v*r/v, t Kb 
*r ^ 7 yi/ * jv s r JV a r A- *f ;V , 7 /V n a? ^ * ^ 7 K = ;VT/^;k 

Xtt, R 3C \ R 3D te N »Sf 5Ni~ftfc«;oT, ift75; ( 
^SStTUft 7 ^ *r A- , t Kn^^74/>^, 7;^^^7;v 
25 *r jv N 7^ ; 7;V^^, t Kp^V, 7 y — yv X it 7 JJ — fi/ 7 /V dp- /V 
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R 3 c ^ 7 K * h o T N R 3 D ^ 7K * X ft ft * & 7 A> * A> <D « it 

(B) 

n « , 0^if o 

X « , CR 4 XttN^t, Y « C R 6 X tt N g L , Zlt 
C R 7 XHN^Hfo 

R\ R 2 te, 7/V^K /np 7 ;V ^ /V N t K u * 

1/ 7 /v * jv , 7^^^r/K;v, # /v tff * T A- ^ ;v % T ;v „ T 

R 82 xftR 88 t'ii^t^ru^. r 8 \ r 82 > r 8S &, m- 

n 7 ;V a dp- V , t K p t K n ^fVT/V^/V, # /V jtf ^ , 7 /V 

3^y*;H^/V, ^r/Xft^M^tt. X ft N R 8 \ R 8 2 , R 

R 4 % R B N R 6 N R 7 tt , P-XSS4ot, * , ^ p // y , t K 
n ^ ^ N 7 $ 7 „ 7 A- JV „ ^ n 7 /V ^ /V > T;Va^^, / 7 ;V 

i?7;H;vr 7 JJ -;V7;K-/K ^7/Xtt-^ 

* m i~ c X ft > R 4 s R 5 , R \ R 7 14 , »«t5 2j@rol*S-»H:ft 

o r > / fi^y^t^^xi^f^^^^^lt. 

R 3 «, ^^5S: (4) Tf*Sn5lfe*'t. 



(C) 
n fi 1 Sr * i~ o 
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C R 7 X ft N Sr m 1" o 

r\ R 2 ft, R-Xft^ftoT\ 7k 7/i"^/K t 
Fn^r^7;K;K 7 a ^ ^ T 7V ^ /v „ * ;v tf? % v T * ^ TV 

r 8 1 N r 8 2 R 8 3 X*t& & ft*C i^T ^ J; R 81 , R 8 ^ R 8 3 
ft „ |nj -Xfi^/io-c, n 7 s y , T^^/v, ^pT;H;V, T ;v a 
3f v , p 7 ;V a 3r v' „ fc K p 3f V > K p ^ ^ T ^ V7 J ^ . 

7 /V a * # A" # ^A'Jj^VXft^fP^Stc X ft v R 8 1 ^ 

R 8 \ R 8 3 ft, lit5 2|(Di^-||l^ot, ^l/^^t^i/ 

R 4 N R 5 , R «\ R 7 ft > n - X ft H o T , * * > ^ a 7/ y > t K 
p^V, 7^ A 7 ^ 7W „ /M3 7;v^;v^ 7;vn^^ v *y7/K 
;V7U, P 7 ^ ^ /V r 5 y , 7 u — 7 ^ 7^ s vr;xii^ f p 

^tto X ft , R 4 > R 5 , R 6 , R 7 ft s ttft-f'S 2 4B| © £ # - »fc 
o T > ^ f- v is is Jr * is X ft ^ ^ y y i> # 3f V Sr * 1~ » 
R 3 ft , (1) X ft (2) ©it:$t« 

( 1 ) 11757 [/^>5IR7^it m ~ X ft & ft 5 ft $ Hi * ± 
iC&V^T, R 9 1 , R 9 2 XftR 93 "^tt^^tiTV^"C% £ < "< 

yify^^n^brv^r%J;v> 0 r 81 , r 92 > R 93 ft, m-xftS 

ftot, 7 ;V ;v , 7 7V a ^ f > U'P^V, t KP^r^7/V^;V, 
7;Vn^^7;V^;V, 7 7V a Sf- V * * >j? ^)VT )V*t )V s % /V 7$ $c V N 
# 7V 4? df- is 7 7V 3- ;V , TV*, 2 — t FP^V^VX^f 5 ^ V — 7V , 
7 y - 7V (^^5 7U^;Hi> 7 7V * As X ft 7 71- a ^ •<* *m & ft X 

7 7V ^ 7P , t N^V, ^=3ryXft77Vadf-->'-cS^$tb v CVM:% < 3: 

-CONHCHjN (Ph) - Sr ^ "f ( P h ft s 7 * ^ 7V * $ *f „ ) 0 
^^7^/^fi-a-LXVN§-<yifymft^R 94 XftR 95 XS^^ftT 
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V^TfcJ^, R 94 N R 95 ft, i-Xftl/ioT, T/Vdf/V, ^ 
f > AP^y, t F p * is s 75 A ; &;T/^^TU N 7 ;v 
AsT % / s TA'*A'XA'ifr~A>T%/* T 9 S fV 7 % S s # <fW< *& >f /K 

^yr/K^^/^^^/v. ^ 7 ;v =¥■ ;v # ;v *e -f ;v % j/jy, % ?v 
tftf-i/s T A* =» *r v- * ;v rjf ;V , x/Vyj^'f/v, ^7 7/^^7? 
/ * ; v * ~ , -5? 7 )V * ;v 7 % / 7, jv % ~ ;v x ft - F p £ & *f 0 X ft s 
R 9 4 , R 9 5 ft , »*-t" 5 2 fl <Z3 £ # - It in fc o T ^ f- V y 5? ;f =3f VI 

(2) #C (D 5& (5) & ft 5 g 8 

C5) 

r 3 e , r 3 F ft , in - x ft n & o r s hk<d ( i ) ~ ( v ) © m <D v> 1* 

ftS&»&-&"$~o 

( i ) -Mm, 

( i i ) 7 /V ^ ;V { H)> %> 7 tV * JV > 1 ~ 3 m <D IH — X ft S ft 6 , 
{ a ) fc F p ^ > ( b ) 7!)-;v (^i^rD-A- ft\ 1 ~ 3 im CD 
If — x ft & ft § > t ^ /v N /^pt/v^/v, t Fp^y, 7 ;v 3 v- „ 
^n^y\ VT/xti^fptfi^T^tU^. ) N (c) * 

;v # * v , ( d ) mwo^T umm 1 & 5 is m z> ^ ^ p n & ft x 7 

/v * ;v X ft 7 y . - ;V 7 ?v ;v ( ^ 5 7 P ' - ?V 7 /V * /V © 7 P - /V §P 
^ v ft , 7 /V =¥ ;v > 7/Mdr^xtt^o^>"etI§tlt^Tt) ) 

■eflt*snr v^t t> £ v> 0 ] , xft, (e) ^mmmmnm (jo>a>* 

# # ^ ii ^ 3® S ft n 7 ;v *r ^ > ^p7/K;v, t K p ^ V , t F p ^ 
■ V 7 /V- *r ^ s T A/a*?%/ s /n p <f y , V7/XI^ fPt'ii^T 

( i i i ) 7 !J - jv (ii^sril-^tt, 7 ;V ;P N apT/v^;!/, 
t K p ^ ^ n t Fp^V7;V^/K 7;Va^V, AP^y, v- 7 7 X 
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( i v ) %/ # n T ;v ^ ;v (ii^^^^P7;K;Kt, 7;^^^, T 

( v ) m fP © ^ x p $ S ( ^ 5 & jftj © 7^ p m S x T ;v * ;v s ^ 
p T ;V ^ ;V N t K p ^ V > t F P^f^T/K/V, T/Va^fV, ^Pf 

v-7y3l«-^p•t?gm$i^•rv^T%j;v^ 0 ) 0 
* fc - o ft , if m m \* , ± ib © [ i ] # ft t? o 

r, frlE© (a) n (b) > ^l<«(c) (Dm&v^i^tifrT'fo 5 

F — /3 j*^it'|)5e 

£ tt N £n for ft w 

_hts©^ [i] •e^jisMtfcot, (a) xtt (c) 
©l^fcsr^ ifRiiftitt, ^ I s h cd # m m % 1 * § ft t v> & ^ if 

6 4b *i t? & 5 0 

£ Cl] -Cg^Sft^l-eioT, (B) 0|^T457^ Kf 
3* * « > tu 13 CD H gg§& m WOOO/44743-^s - A W M W W001/43746# It 

* 38 K ^ d> 5 it & to t 1 ] 't' y # #J I; L V^ft'o ll i L "C }"i „ 
^ 1k(D ( 1 )~ (3 6 )<D7 5 Kft^^frf 

(1) 5 - {4 - [ (1, 5-^p<9 : -/V~2-y'^-;V-lH--<V 

# ;v # ~ As ] t°^5^y - 1 - N - [2 

- ( 4 - ^ ^ /V - I , 3-f7 , / t -/V-5-^;V) a: ^ A> ] fc° 7 ^ ^ 

- 2 - # ;V # ^ 5; K> 

(2) 2 - [ (2E) - 3- (l-^f;V-2-7x^^-lH-t° 
P P [ 2 , 3 - b ] t° JJ V - 3 - A*) "? P - 2 - m y >f ;P ] - 6, 

7 - p< h v - i , 2, 3, 4-f f7 t Fa^f y^f; F 

(3) (2E) -N-^f/V-N- ( 1 - t< 5"- A- - ^ P >- - 4 - 
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-f A>) - 3 - ( 1 - ^ f ;V - 2 - 7»-;V- 1 H - tf P D [2 , 3 ~ b ] 
bf y V - 3 - 4 jv ) T ? ]) ;V T 3; H\ 

.(4) 2 — [ ( 2 E ) - 3- (1, 5-';^>-2-7s^-lH 
-t°np[2,3-b]tfy^y- 3 -^^) 7 p ^ ~ 2 - ^ / ^ ,v ] - 
5 6, 2, 3, 4-rI*nKP>fy*/!ly, 

(5) {6, 7-^R^-2-[(2E) - 3- (l-/f;k- 2 

- 7 a. ~ 7k - 1 H - t° a p [ 2 , -3 - b ] tf y s> y - 3 - xf )V ) 7 s p - 

- i, 2 , 3, 4-7F7tFnO^/!)y-l- 

10 (6) N VV>V- N- [ (5 - { 4 - [ (1, 5-^^A<-2- 
7 a = ;V - # ^;V]L^7^y - 1 

- 4 )V } ¥7 Vy- 2 - 4 /is) *;^^;v]7?;Slxf;vx^f;^ 

(7) 2 - { N — [ ( 2 E ) - 3- (l^^-2-7x^/V-lH, 
-^np[2,3-b]lfy^y-3-^;v) 7 s n v< - 2 - m / j ;V ] T 

15 ^ / } - 1 - v ^ p x* y ^ y # ;v # y m ^ ?~ ;v a x T ^ , 

(8) 2-{N-[(6-{4-[(l > 5-V7t^;V-2-?*-fr 

- 1 H - 4 > K - /V - 3 - -f /V ) A;^~ = /i/]tV7^y - 1 _ ^ ^ j 
tf 9 ^ y- 2 ;v) A/k^sA']/^;} - 1 - U? u^*y*y% ; v 

20 ( 9 ) 2 - [ ( 2 E) - 3- (5-^^;V- 6 -7^-;k-5H-tfP 
P [ 2 , 3 - b ] tf ^ ^ y - 7 - 4 )\>) 7 D P^-2-ac/.f^]-6, 7 
2, 3, 4-Th7tNO^!)y, 
(10)2-{N-[(5-{4-[(l, 5 - J?* 2 - 7 ^ n 

,V _ 1 H - >T y K - /V - 3 - y( ?V ) * fV ts ~ JU ] tf XI 7 ,7 y _ x _ ^ 

25 ^ } )£ 7 i? y — 2 — 4 jv) % )v # ~>vYr % j ) - 1 - *s? v<y # y 
* ;v 2}* y fSt sc. a, at * ;v , 

(ID 2-[(2E) - 3- (1-^ ?VP- 2-7xr:;V-l H — fcf 
P P [ 2 , 3 - c ] t° y ^ y - 3 - 4 A,) 7° p - 2 - a j 4 - 6 , 
7-*>*h*i/-i, 2, 3, 4-7^7tFoO^!Jy, 
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(12) 2 - { (2E) - 3 - [ 1 - * J- ;v - 2 - (3, 

7 y ^ )V ) - 1 H — tf P P [ 2 , 3 - b ] fc° V "J 7 - 3 - 7 )V ] 7° p a? 

- 2 - :e / 7 ?V } - 6, 2, 3, 4 - r h 7 t: 

K p 7 y ^ / y y s 

5 (1 3) N-^f-;V-N-[ (5 - { 4 - [ (1., 5-^/f/V-2- 
7 ^ ~ jV - 1 H - 7 V K ^ JV - 3 - 7 ^ ) ^/^^/V]tV7v5y - 1 

- 7 JV } }f *?y - 2 - J As) # )V tf c=. ;V ] - ( S ) - 7i^/VT7^ 
7 > 

(14) {6, 7-J?^^i/-2-[ (2E) - 3- 

10 2-7x=;V- 1 H-t°PP[2,3-b]fc°y^ 7-3-7 fr) ? u 

- 2 - ^ / 7 - i, 2 , 3, 4-7 x h7tKP^7^r/y7-l 

- >f ;v } B ft ^ f- )V * r ;v , 

(15) {6, 7-'i>^^^-2-[(2E) - 3- (1-^^- 
2 - 7 ^ ~ - lH-t 0 iap[2,3-b]t o y-7 7- 3- 7/V) 7° P /n° 

16 - 2 - ; 7 ;V ] -1, 2, 3, 4 - r F 7 k Fp O ^ / !) ^ - 1 

- 7 ;v } @^ & ^ " 

(16) 2 - { (2E) - 3- - ( 4 - t° y 7V ) 
-lH-t°Pn[2,3-b]t: 0 y-7 7- 3- 7^]7 o P/^-2-^/^ 
/V} - 6, 7-i?*b*i/-l, 2, 3, 4-f fyt f'a^y^y 

20 y 7, 

(17) 2-[(2E) - 3- (l-^^;V-2-7x^;P-lH-t° 
P P [ 3 , 2 - b ] tf ]J J? 7-3-7 )\>) 7°P/^-2-rn./7;V]-6, 
7--7^h^7-l, 2, 3, 4-f F7t FnO^/Py, 

(18) N - [ ( 2 E) - 3 - ( 1 2 - 7*=^- 1 H - fc° 
25 pp[2,3-b]fc°y^ 7-3-7^) 7°p/^-2-^/7;V]-N- 

[2~(2-g*~^n;k)m^;v]T^7S^li> 

(19) 6, 7-S?*h*$/-2 - [ (2E) - 3- ( 2 - 7 ^ ~ ^ 

- 1 H — If p p [ 2 , 3 - b ] t° y ^7 7 - 3 - 7 ;V ) 7° P /<? - 2 - at J 
4 )V ] -1, 2, 3, 4-7^1: Kno^f/yy, 
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(20) 2-[(2E) - 3- {\-^Y^^^j-;v-2-y^^;v- 

1 H - fc° P P [ 2 , 3 - b ]t° !I v 5 ^ - 3 - -I'/V) 

)V ] - 6 , 7-^^b^r^-l, 2, 3, 4-7 ^7t K N V / !) 

5 (21) 2 - { (2E) - 3- Cl-^^-^-2 - { 4 - 7 JV^'U y ^ 

- ;V ) - lH-t a pn[2, 3 -b]fc°'J ^y-3-/f;l/]^n^-2- 
^ / 4 fl/ } - 6 , 7-^ 5 7<h^v'-l ) 2, 3, 4-7>7t Fn-f 

y * / y ^ , 

(2 2) 4-T-fe^-vV-l - { (2E) - 3 - [ 1 , 5 - i? / ^ A> - 2 

io - (4-*mR^RV7»=;v) -ih-OF-;v-3-^/v] 
7°p^-2-^y^/v}-4-7^^;vt p ^y^y, 

(2 3) 2 - { ( 2 E ) - 3 - [ 1 , 5-V^f/V-2 - ( 4 - * ;V # 
^ h ^ */ 7 ^ - ) - 1 h - 4 V K - fV - 3 - 4 )X> ] 7° P /n° - 2 - rc / 
;V } - 6 , 2, 3, 4-f ^7tFn0^f 

15 

(24) (2E) -N-^^;V-N- (l-^^/V-t c ^U^^-4- 
4 jv ) - 3 - C 1 , 5 - v> * ^ ;v - 2 - ( 4 - * ;v 4? ^ h * ^ 7 * ~ ;V ) 

- 1 H - 4 V K - ;v - 3 - -f ] r ^ y T 5 h\ 

(2 5) 5 - { 4-[ - 1 - ^f/V - 2-7x^;V - 1 H 

20 — >f y K — ;V - 3 - 4 ;V ) % ;V # c=. ;V ] t° y V - 1 - 4 ;V } - N - 
[ 2 - (4-^^-/^-1, 3 - 7 y* - - 5 - 4 ;v ) ^ ^ ;H bf 9 ^ 

(26) 5 - { 4 - [ ( 1 , 5-^^;V-2-7x=;V-lH-^y 
K - ;V - 3 - -f )V ) ;V 4? ~ ;v ] tf ^ y 5? ^ - 1 - 4 ?V } - N - [ 2 - 
25 ( 4 — fc Kp^^7x=/P) ^ A> ] t° 7 V - 2 - # /V 7$ 5; K\ 

(2 7) 4 - { 3 - [ 3 - ( 4 - 7 t f - 4 - 7 x ^/H: 0 ^ U ^ y- 
l - 4 jv ) -3-^^y-i-^p^ = yv]-i, B-^f^-lH 
-^^'-^-2-^^) gill, 

(2 8) 5 - {4-[(5~7^^-P-l-^f-7V-2-7^^;V-l 
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H - y K — JV ~ 3 - j )V ) #A'5K~/P]fc fl '<7^>'-1-^A>} - N 
-[2- (4-^f;V-l, 3 -^-T 5 -r 4 ?V) ^<^?V~\\Zy 

i> y - 2 - % jv t< * f* 5 K > 
(2 9) 5 - { 4 - [ ( 1 , 5-i?^f/V-2-7o;=/V-lH-t°P 

5 P[2,3-b]tfy^y-3-^r>) # ;v # ~ ;v ] tf ^ 9 y y - 1 - -f 

/W - N - [ 2 - A'- 1, 3-^7^-^-5-^^) a: ^ 

] tf ^ y y — 2 - # a)? ^ f- % Y s 

(30) 2 - { (2E) - 3- [l-^^/V-2 - (3, 
V> t^i/7x^;v) - 1 H - tf n p [ 2 , 3 - b ] tf JJ y - 3 - y ;V ] 
10 7° P - 2 - J y ;v } - 6, 7 - P * Y * V - I , 2, 3, 4 - r 
f7t K n y y J y y & $ 

(3 1) 5 - (4-[ (,5-^PP-l-/f;l/-2-7i-;k-lH 

-^yK-;v-3-^/v) * ;v ^ ~ /H tr ^ 9 ^ y - 1 - ^ } - n - 

[ 2 - ( 4 - y f- fV - 1 , 3 - ^ 7 y* - ;V - 5 - y /V ) cr. ^ ^ ] tf y P 
15 y - 2 - # /!✓ # * f- ^ Kziil 

(3 2) N - { '[ 5 - { 4 - [ ( 1 , 5--yy^;V-2-y^^^-l 
H - A y K — ;v - 3 - 4 ?v) % jv # =. ;v ] t° ^ ^ y - i - y j\, } tf 7 
y y - 2 - y ] ■ * jv tf =. jv ) - ( s ) -7i.-*77-y 

(33) N - > fvV- N — { [ 5 - { 4 - [ ( 1 , 5-^^ ^ )V - 2 - 
20 y rr. ~ ;V - 1 H - <4 > K - ;V - 3 - -f /V ) # /V # n ;v ] fc° 7 Vis - 1 

- y ;]/ } tf ^ -y 1/ - . 2 - y ;V ] # ^ tf = ;i/ } - ( S ) - y * ~ a, T y ~ 
1/ } *f~ ;V cr * 7 1 ^ 

(34) 4 - { 3 - [ 3 - (6, 2, 3, 4-7^ 

h 9 t Kn-f y^y j) y-2-y^) - 3-^^-y-y o n^^;v] - 1 
25 -^;v-iH-t'PP[2, 3 - b ] tf y y y - 2 - y ;v } 

(35) [6, 7 - -y y. h * y - 2 - { ( 2 e ) - s- ci-^^-^- 
2 - (4-r7/M-p2y^-/v) - 1 h - t° p p [ 2 , 3-b]fc°y^y 
-3-y;v]y°p^N°-2-^y-r / /ix} -1, 2, 3, 4-7 f7t.KP 
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(36) [6, 7--^^h^rV-2 - { (2E) - 3 - [ I - * <?• A* - 
2 - ( 4. - 7 ;k # P 7 a; ~ A- ) - 1 H - tfp p [2, 3 - b ] t? y ^ 7" 
-3-4/V]^v^-2-^y^;P) - 1 , 2, 3, 4 - 7 h 7 t K P 

5 <{ y * ; v y - i - 4 /vimm 

*&mK-®^x, rr;v^;n Htit w.m $X \Z £ tfe II ^ © $ 

M x. fc£ N ^ N n-/Pt s /V s 7 7° 

p tVV, n-7 9vK -f V^f/K sec-7fvK tert-7*fvK n- ^ 

# * t < , i5jfH<li t S: « © ^ m i: l ~ 3 © cd , W & 

15 ;i/ a ^ %/ r ;v dp ;v J , r p 7 ;v p ^ */ j N r z= j 7 ?v ;v '7 % J j 
r i? 7 /V *r ;v T . ^ / J , ft K u * V 7 A> * 7V j , rr/H )V 7s jy ft 
~ p A 7 % J j , r j T )V *c )V # jv A *t 4 /u j s r 7 ;V % ^ # ; p 
^ ^ 4/ J s r -q& j 7 ^ df- ^ 7 s: y 7. /V ft =. fV j , r 7 ;V ^ /v 7 5; 
y X /V ^Jn £=. /i/ j , ft "0 s r )Vft ^ %/ 7 jv^r jV \ OT/V^f/^^Ut 
20 N m IB © 7 ;V * fi, & KfbliSo 

r $✓ * P 7 ;V * /V j HT!t & m iC 3 ~ 7 (O % © , M £ , ^7 7 
p 7° p tf ;V , v- ^o^f/K V^P^yf/K V ^ P ^ ^ ^ 7k „ is y 

25 1 - 7" 7 ^ ;V „ 2 - 7 ^ ;V *5 ijfi (f b § 0 

rr^/vr/^^j <D7 y -/i^*p^ t Ltfi; BtriB©Ty-/>as 
^ if b h 0 
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KSrJ^fifcUTtjiV^o $I & U , 1 -t'P 2 - fc° ta U A % 3 - fc° 

pP/K K!).^> 2 - y 9 ~ 3-7 7= /v> 3 - •*< v *S 

5 7 7^: /V , 2 — ^ x. ;V N 3 - ^ x ~ /V , 3 y* ^ x /W, 2 - 

t^tyu/K 4--f yt^rfyv^, 2-f7/U;K 5 - fry y ;V N 2- 
^yy'fry'P/K l-^^/y/K 2 -i' 5 ^/y/K 
2-^yX^f^Yy;K 1H-1, 2, 4 - h JJ 7 /-/V- 1 ^ , 1H 

io ' y a- N 3 - if y v 5 ^ , 4 - tr y ^ ;v „ 3 - y'-f 2 - tr y 3 

^^;v s 4- t'H^;!/, 2-t°7^-;v, 1, 3, 5-H7^ 
y - 2 - J ;V & m if btl% 0 

r ^ p ^ y j nta, W^tfs 7 ^ * , it $ N * ^ s a >7 ^ #s $ 
if b n z> 0 

15 r ^ p T /V ^ ;v j am r^nT;V3^yj O^B^yMHtti, 

H7/vtP^;v;2, 2 , 2 - MJ 7;ktPxf ;k^^|f 5^§ 0 
[/NPT/Va^Vj i L *C 14 % #ij x. % FH/VtPn^y, 2 , 
2 , 2 - MJ 7;VtPx fdf ^^S^|f & 
20 r r V ;v j Htlt J8 Wc 1 ~ 1 1 (D © , #)J }3\ 

7t 7°Pt°t.-;K ? *f- V N ^7 7f ^< y ^ ^ ;P , 1 

- -t- 7 w /k 2-^-7 h ;v # if & ti 5 0 

x n m n u ? % > i-xiti&ot, 1 {in ~ 2 , (ii'^'/v'T?v" > "c% j'v^^ 
25 4 ~ 8 M$£a*$rf fe ti a . at^r $ y ©*#fifeis^*sa*js^, x 

fp y ^.y , tf^y^y, tv^^-;^ 3-^^ 

yi/t'^^^y- 1 - ^;V, **lf^9i^^^N /V sfc y / s f - $r t )V 

7i- v / , «( s; # y - ;w - 1 - 4 a, , fryp-yy-s-y/p^nf^ 
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§ i mt>h 4 i@ t- -c © ^ ng^^it§ 5 ~ 6 M.v>mmn~M, x\% 
% ft b © ^ y if y ffi i=r g a* ^ if ft § 0 m & wr , i-t'py^-;v, 

2 - tf v y >y n ;v N 1 - /WJs ^ /K 1 - tf ^ JJ ^ = , 2 - r h 7 
t Fp7 7- ;V^| ff ft § 0 

± rd [ i ] * $ n % # % w m $ 5 f t & « > wits, zxrom 

fe s L <- « H ft & H WOOl/43746^ K 13 ft § ft 

7c # tc i <o m 36 1~ 6 n £ # -e § <5 o 

7^;,*/l/#^^) ^tt^I^ttt, K ft £ h h is* c 

fei^©*&ia^ i%mm c 09 *. # * h^v^A-, 2 - * h ^ ^ 

^b^rv-^^/V.^yy'/V, 4-^h^-y-<yv?yV s h y 7 ^ ^ ;v ^ 
=^;v > 4, 4'-^^ I^VM)f;K TirfvK tert-:/ h <X # A- 
^ ^ % ^ y ^> ;v # ^ %/ # ;v jtf ~ ;v „ 7 # v ^ ;V s t V 7 fc K u tf 7 
'"/V, tert- y^f-fr*?* JJ ;v) Tffttt L fc KJ© fc: ^ £ 0 

1 

^ y K-7Vft^{2js [6] bT*y [7] *KJSS*&^itziJ:!9T 
5 Kff§*# [13 
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CD 

[S^ R 1 % R 2 , R\ R \ X, Y, Z, n ft , $lBtmmx»fo 
5„ M ft , k KP^VXttAP^^ (& ^ s * fit s 9 £ ft if ) > T 
3 ^ ( ^ h ^ v- ft if ) r V — ;v * V (p-^f pysy^v' 
ft ¥ ) N T /V ^ * ^ * =3f f ( ^ ^ y * ;V rjs ^ ft £ ) n t- y _ /W ^ 
/V *}% $/ ( h ;v x y X ;V 7fr * v ft if ) , <i % y* ]} ;V , 7 ;v ^ /]✓ # ;v 
# * V % L < ft T y - 7k # /V 7js ^ ft if cd JS& SI £ £ $ 1~ 0 ) 
JM^tft, T 5; Klif* Ci] ft, -f y K^-^ii^: [6] (m 
Fp ^^^^©MIEcDEitST^5^^) , M £ ft\ m^J<< K N 
/v, ^ ft m ^ 7=- 7V N 4 % Vv* V K X ft m ft B M 7lc *ft t 
T ^ y [7] %M&Rm Zil'ZXm, Xli-fy F-;vf C 6 ) (M 
f t h*p^^Tj)5##) t 7 5 y C 7 ) £ H ^ #J ( l - f- ?v - 3 

- ( 3 - P y f;v7 5/7p t°;v) ? K4^Sfe4& (&>T, W 
SCD 'HC 1 ) „ V ^ n ^ ^ ^ )V % )V # v 5 5 K , v 5 
4 y f p fcW # ;k ?J< ^ K x ^ y ^ h y T ^ - )V - 1 - jv - h y 

^ (^^/vr^y) ?i>^*^t)A^^t7;!/tP y yft^i, ^ y 
=c ^ # y ;vr ^ K, :/p y yM-*^ft if) ^^v^t^Ap 
3d ( N - t K v * V 7- V is y < % K x 1 — t KP^V^y/ f< U 7 V 

- ;w , 3 - t K p ^ ^ - 4 - # * y - 3 , 4 - ^ t F p - l , 2 , . a 

- b y T^yft if) ©#&Xft##^T^[t^^^$^§^fe^J; V) 
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I^N F (M^/Npyyffc5^y K-;H|^ [6] ) &JEv^ 

r 5 { i ] h y-mmm imz.&, r± h ~ 

h y /V , N,N-^^ f ;V$^A7 ? K ( D M F ) & if <D U $ il s T h 
7t FP7?y ( T H F ) „ ^ ;v je. — -r ;v & if © * — r ^ $ $ Aft % 

its j&gg# y ^ a, ^ithun, mm. 

*#thy>?A, $ 7j< # y ? a , tf y s? >- , / 

if y ^ y , h!J*f^T^, **fkth!J9Ai5!ir) © # & T tf: -20 

-loo-c^^&fr 5 ^ t tf: <t t) isisgf 5 r t s„. KJ&ft&m, 
16 ^ ^ F&t/T^ [ 7 ] ©M, SJcfeta^tf: J: o tlft 5 51 
% > 30# - 24-B# ffl /js jg y§ & §, T 5 y [ 7 ) «flli«A7^ K 
ttlt 1-1. 2 « ;V* # # * UV^o 

hh^it) t /> n ^ Wl^^-yV * <h # ~ ^ ft if ) 

X&##ffiTtf: -20-100 r* £ J£ -f 6 iit±5 14 36**- 5 r. t ^T* 
# 5 o i^7^F©II, S JS US. tf: J: o r M ft 6 *s > 

xi t , 30# - 24B# Pfl #S £ £ "0 h 5 „ AB^yftf!j- = ^OftfflIli>f 

Jh ft if co ^ ii $tf 4 & jfl a r. i ^ x* % 5 . 

ffi # If 6 « # , 7? Hit CD f± ttr IB fc n i: # ^ n FV 
tfTlBt|KlCita©^&X«##&T^ -20-100 0 CT?^j£ 

*fr5-fctf:J;!J Mat t5:yst?t5» K ife u# W x H-frail <o mm , 

RjtSiaStfiio-cs^a^, Mflf % 3o#~24A#nusais-?fcSc - 

f C 7 ] &tf«S£#J©^ffl y K-^if* [ 6 ] (M^k Fp 

^^•T*aS)5 4&#) i^'U 1-1.2 ffiF*/>ft^»* 
^fe 2 . 
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[8] 

— - ^ k3D 

N R 2 
R 1 

[lb] 

C^pK R 1 , R 2 , R 3 A R 8C \ R 3 D , R B , X, Y, Z, p N 
Mil, frlBfcl^lfe-CfcSo 3 

T C 9 ] SriiilRJS Xtt-Y V K-^«*fr C 8 ] (M 

ist K0^v?&5il#) £ r S y [93 ■& m & M ( l - ^ ^ /v - 3 
- ( 3 - & * 5"- ;v 7 5 y 7° o \f )V ) * ;v tff i? y % Ktit, S> -y ^ a 
^ * %s jv $ a> # k N j?o.^b /v * ^ # *> y % K s v y h 

y 7 y* - * - i - y a? - y y * (*;^f^r?/) * * * - <? a ^ ^ 
f- ^ ;v ir a y y lb $ H , Ji;vri? K, ^P^^yy 

m. m 7k m & ^ ) * ^ ^ t mo $u (N-tpp^^^^/y^^, 1 

-t Fn^^^^^M7y-;v, 3 - t h*n^^-4-t^y-3, 
2 , 3 - h y r -y y ft if ) ©#&xtt##&Tfc 
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3 c 

r. ft b © R j£ t jjs T JS i ttfflv>bti6, << v K - ^ M W- # 

C6] s ^F-/HI# [8] s 7^ [7] s 7 ? y [9] ft, 

5 • & *P ft £$3 T & 5 tf^ X ft © # & £p C T L < ft ^ # M ^ L 

£7t N >- K-^ff^f^: [8] ft, Jg&Sfc 1 iclp^fc^te, Xft 
WO00/44743 |C IB 4fe $ tl fc # & Id £ 0 $g 3t 1~ 5 £ £ ^ T? # .5 0 

>f >■ K — 3U ffc [ 6 ] (D ^ -C , n & 1 TT t> s M ^ 7 ;v a dp ^ T? 
10 $> 5 ft $ % [6 a ] N St/n^i M # t Kp^Vtfc?){^ 

m C 6 b 3 ft, K [103 /j> J; 5 t L T 




c a f > r 1 > r 2 , r G > x, y , zft, mmtmmx*h& 0 r 1 ° 

ft , T /V ^ /v- Sr S 1' 0 3 
15 ^flc&K: ft, it^m [ 6 a 3 ft, W f K^-^ii^ [10 3 ^N, 

N--^f/^/^7? K IS fit # s it ft 7js * >fc y ;v t - 2 0 ~ 1 0 

O'CtK^^S (Vi 1 sme i e rSJg) ^S/Vft: 
§^T $ /W£ & SU fE © # 7° * f^t£«tK WIB©ft3£o 

# & T > ^ * * V PK ^ * x ;VR ^ ft ( m 7L ft\ V^f-fr-frX? 4 ; 
20 cx ;V % 3; ^ jfc * 7 ^ / W Wt * "f" n ^ ^ ^ ;V /Js 7. 7 ^ / St 

STU/K at )V aft * 7 4 J t e r t -zf ^ ;V , i?x.J~sU7kX7 
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A J WW? a ~>V) £-20-100 1 1* S § •& 5 (Horner 

V K-/v«i*ft [103 , 9 S> ? A ( I I ) 

» jtt (Mi « s , It 9fi * J V V A , lft^7^!?A, M)7 ;V p ^ || 

7^ !JMa-^f/K T 9 ]} )V gg t e r t-^f/K 7 ^ 

y/Hft^^-/v^T^y;v»n-^«sf--s/7v,r^y^sfet e r t 

b - 2 0 ~ 1 5 0 "CtSffr.^ *5 ^ i la 9 ^ i § c 

CtlfeCO^j^ldjoV^TiS^fi Ltfflv^^5 v -f y K — /V p 2g ft [ l 

o ) « , ^^j-ft;^*>T?$>5^ N x ft <k & <d # m i: T ^ L < # # 

C6b] ft, C 6 a ] & T JJ M s MS, 9 

* Aft if) £ffiv>fc#i3i& if o ifefc j; & r 

5, Xtt, It IB 0 ^ v K - ;vm M ft C 1 0 ] frt> m 3t L ft * * ft 

& / tr y v m m * > iliotf^y^y#ftT-7ny^to~i o 

0°C^g|S$^-5 (Knoevenagelif^) ^fc^J^Mi- 

ttw, mm, ^a^pv^^:?^ 

* 5§ K ft £ * tc: « . < ttwg&ft (zftxtr 
Eft) «s#6t5it^fc5, #If«fItt^^O! r. ft fc* 

* IS 88 « § £ #J « 3£ ME © & £ (D & * S m h L T ffi ^ 5 r t #S 



WO 03/037862 



21 



PCT/JP02/11232 



ft if © ft Mfe <p % s ^ & , ^ a: y £g , © ^ |ft % ?My», 3 /> * UK 
7 v /> gg v p - h jv a: y * jv % y & x ^ y y * ;v # y jf s / # y * 

* >- k * 2? © gt co ^ & % m tr 5 r t ® t*n„ 
it it 7K m © r ^ - jv m m , mwt*> ?~ ^mmx^^-v- m m » # 

HUOOO/44743-frfcT G F - fi ffi ffift M % 1r Z W & fa® \L ffi 7jk & ft 

^ © r t ^ b ; ^IH^sgKt TGF-j8^M^i-§^ii x m 

ffF», mc9 5, if, &jf, mm, mm, xm, 

if ITMSe, laM-teHlfS, if® 

&® 'bmmrnm, , sum^is, • 

K) , ^MMfe^ ©Sit ftttflfcife, iittW^, 1«W^£, « 

M^ttws, mm&temm, #^#1, atam*^, ^ 

4h&*i?*ym, m&mm*m, tubm* ^nmm^^mxn^m 

^%m^m^±, mmmmmm, tx>t>n 
m m m &#&it&<Dmm\!:# » -e *> § . 

flljfctf 0.1-99.5%, |f|L<ft 0.5-90% fc^^S 
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h h h X h 5 o 

t g f - * J*tfcajxra*#f&*ail t u©iii* N i^cftgti 

MW*Ht, 1 0 fcfc ^ s 0. 1~ lOOOmg/ t h ©f6H, 0& L < 

« i~5oomg/t: h ffl as ~ T? & 5. 
l 

N - ;* f* }\> - '4 - * ;v tfc ;v a 7 = 1) K 

p - ]> ;V A i? V 5 1 . 2 g ( 0 . 4 8 m o 1 ) 
76. 5g (0. 7 2mo 1) 9g (0. 019 mol) 

o & & ffl ^ 4t) 2 1 . 9 g £ # fc 0 

till O 3~1 O 7t/5 mniHg 
# # #1] 2 

N-^;V-4-^;^;VAT=!J K5 3. 5 g ( 0 . 3 6mo 
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1 ) £ 1 0 %iM.m 1 6 3 m 1 * 1 HtffiMM Ufc 0 

i 5 % tK ^ ft # y r> A -e r y tt t L ^ _ ^ yk [c T ^ ^ u & ^ 

® l ^^«»42. 6gft#fc o »Al00~108lD/2 5 mmHg 
##$J 3 

N ~ ^ Fp y-N-^;Vf;V^^i/ 

N-^;VFH^y42, 3 g (0. 3 5 mo 1 ) £MH5 2 
ml 4 2 g©^(dDt^^tIlSth!Jr)A2 4. lg (0. 

3 5 m o 1 ) <D 7k m m 8 6ml Sr R Jfc H g # 1 Ot^li/i^i 5 

It S< , & fflt b „ # fa 7t ffl. m H % n - f- y £ r, ^ $g ^ ^ , ft & 
1147. 9 g £ ft 0 
4 

( 4 - ^ 5"- ;v 7 * ~ ) h K 

M*& 5fe 8 -5 . 3g (1. 3 m o 1 ) Sr* 1 4 2 n N - 

^oy-N-^f/H>/K^y47, 8g (-0. 32mol) ©| 
IW90mU)K^T, 2. 5 it TIT lfc 0 M ^ 2 . 5 3# 

rasta-cff # i,, KiS«*»iaLfc 0 1 o %&mv £ < 

tfce 4 0 h V V J*7kmmVTj\s% V ft i t , c*- 

* /VA ■ * * J 5 0:1) |CT«f«U, ?# & |ft M 3 3 . 3 g 

£ # fc o 

i - ^ ^ - i - ( 4 - ^ 5"- ;v ^ * ~ ?v ) fc k 9 v > <d m & m as & 
ryv^y^sr, i 4 g (54. 9 mm 0 1 ) 

t K 9 S? y 6 . 3 8 g (52. 3 m m o 1 ) <D M 7j< ^ h y t K V 7 y 
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v # £ * ft as 3 o # rj $ # l , ryt-r^K 
l 7t 0 u u m & <o m - m m t & o -t t ~ 5 r» % # 0? 1 0 ~ 1 5 °c k & 

*P L s 3 r? it f ;v 7 . 7 9 g (54. 9 m m o 1 ) (D M 7k T h y fc 
K n 7 9 f 2 0 m 1 £ i£ &r 8 0 ^Mt?IT Lft„ % <0 % £ 3 0 # R§ & 
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& & £ « Jfc b , 7jc Sfc U , ft b , BW«J5.4gSr#fc 0 
10 ##«3.3 

2 - ^ y /V ^ v' ^ ^ ;V - 5 - 7 P - 2 H-f 

2 - y )V * is * 7- ;v - 2 H - *r V y */ — ;V 6 . 2 g & 9 1 1-9 
t F p 7 5 y 9 0 m 1 fc b , 7 ^7 ^f/V^f ^ 7 . 

69g 7/V^y#l^T, - 78t"ei,52MCn-7 i f 

is ;Hf 9A22ml ^3 O^^tttiT (^11- 7 Ot) b, * CD ft 
1 0 # if # b fc o $C V"> Jft 5 . 2 9 g <D x h 7 t K n 7 7 y 4 8ml 
ISI: 3 0 ^ ^ It t H T L , 2 . 5 B# m ft # b fc „ K fc 7j< & #0 £ , 

3i ^ ^ - x jv \l x m w u « ^ b s m m b fc . ast^ 1 ;*^ ^ 

' *7^^P7 h^'77^ (n-^-^^>':|^^ ; f-/^=6 : 1) 
20 TftMb, @fi*Jt»4.5gSr#fc. 

# # #IJ 3 4 

1 - { 5 - [ 2 - (2 -t ppdf^xf;V) - 2H-f h?^-^- 
5 - ^ ;v ] t° y y - 2 - 'f ;v } 

III. 

25 2- [ ( 1 - if/vft* */ % ;VA* ~ ;)/) a-rz y p y - 4 - A 

t°y^y-5-xK^^5. 4 g i 2-^y> ? ;V^^^^f-;V-5-7' 
P*-2H-7f9^-;V3, 8 8 g & N ^E(h^rc^ :7 J<:^^ 
;«;P=8 : 1 : 1 ) 3 10ml fc W- M b , rf7^H7i = /V 

* X 7 >f V 9 i? V A 0 . 72g, SS7HH3. 3 6 g £ #0 ?L , 
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9 o 5 #iH»#bfco Kmm.^mwLKmv, mm^^^ 

^;^7A^pv^57^ ( ^ o n * ^ A ) stills 1 - ^ 
Wfr** i/%jV$~;V- 4 - { 5 - C 2 - 

f - ;v ) -2H-7^7^^-5-^/>] t° y ^ y - 2 - <r ^ } tr ^ 

9 S> ^ & g -fe «9 # 4 . 8 giL-CHfc 0 

Ig2 

1 - ^ y 5? ; v ft * V * /V 4? ~ ^ - 4 - { 5 - [ 2 - ( 2 - *< ^ /V 

;V] t°^9 ^ y 4 . 8 g ^ ^ ^ ; - /H 5 0 m 1 tif 1 0%« 
150mU»i, 6 5 9 #IW»# Ufco K Jfe « £ * » b & A & 
iS5l, 7K2feL, ftjftU 1 -^^7V;f *^#/V#~/V - 4 - C5 
- (2H-7l>7^/V-5-^V) t° y V V ~ 2 - 4 )V ] tf ^ 9 ^ 

It 3 

1 - s<y is A-Jr* )V $ /V - 4 - [ 5 - (2H-7^^-> 
_ 5 _ 4 ,v ) tr y ^ y - 2 - JV ] fcr^9^^3g4r^^f"/^*^A 
75 K4 0mllC»»l, R«*5 9A6. 2 g , 2 - 7 s u * a * / 
2 . 8 g « k. 1 0 0 °C"C 3 B#«tlM# L 0 Sift Kg 7k 

^ & ^ a. v ftju J± / - if ;v -e ft 1 : -fb u „ l --<v V % >v it 

- ;V _ 4 _ { 5 _ [ 2 - (2- t FD^v'xf-;V) - 2 H - 7 f 7 / 
_ , v _ 5 _ j ;v ] t p y^y-2-^7V} fcr^?3>5>&8l$»&*&#2. 
44gHT#fc, 
li 4 

! _ ^ v ^ ; V # ^ # ; V $ - - 4 - { 5 - [ 2 - ( 2 - t K P * 
j/xf^) - 2 H - ^ h 5? 5/ - A* ~ 5 - 4 /H tf y ^ V - 2 - ^ 7V } 
t^7^V2.4 4g^gl (^7-;V: ^pp*;VA=2 : .1 ) }C 
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i7E(5kgi/cm 2 ) ufco Rmmzmm u mm u @ i . 

5 g £ # fc 0 

# % M 3 5 

1 - > f^ - 1 H-t°P P [2, 3 - b ] t? ]) i? y 

■ ^^f;v*;vA7 5 F5 0ml!E*^T, 6 o %m B MM&% it i~ 

b y t7 a 5 . i g^jm^i^tfco £ ft , 7 -rf ^ K^/v i o 

g0S^^f^*;VAT5 K # * 5 0ml & % X \C ft T L ft: 0 ID ti. t? 3 
o # M U fc ft N 3?ft^;H. 3ml IfiTb, I(C2 O^ffl 

A Lfc 0 ftift, #bftfca&£y-y 
*7^^o-7 - ( n - *n ^ f" y : It It x. ^ /V = 2 : 1 ) "X? 

»IU SftJS^lO. 2 6g&#fc e 

3 6 

l-^f^-lH-t°PP[2 ( 3-b]lfy^y-3-/1^i 

l-^f;v-lH-tfPP[2, 3-b]tli^y5. l g (DMykv- 

h y fc Fn77X||5 0 m 1 , - 7 8^t't-^f;Hfn(l 

6 M N n - — dr y j@ ft ) 36mUl 5^t*lTLfc D 4 5^f« 

# L ft. ft , *^M-f y^Pt';H 7. 8 m 1 /t h 7 t Kp 7 ? 
^36ml0*»^*fcITU, IB! tftT? 30 #pg, SfiCIii 
B# HQ K L fc ft , 7k 1 0 0 m 1 & An *. 4 0 # W £!# L 0 E & ft. 
lb, x h 7 t Kp77V^@4L, # ft ft 7k )S & P ^ 9- ^ ^ ' - ^ 
7W T* b fc 0 7j<i^pH6-7|Cl, ff ffl L * £ tl Si b Sfcflfc L 
fc o g®%5. 43g&0fiig|Ht#fc o 

# # m 3 7 

2 - (4-^;Ix^p7^=.7V)-l-^^7V-lH-t: 0 i3p[2 > 3 - 

b ] t° p *? y 

l-^f/k-lH-t"PP[2, 8-b]bTi;i?y-3-*^8ft3 g 

# f;Vii/-i^;- ; p (2 : 1) 8 Om 1 fcjSIU 1 - ^ p * - 
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© IB * s -r h 9 * * (H7i=/Ma7^y) y "J V A (0) 5 9 
1 m g £ M x. s Stf7;^>||L8 Ott'l 7 H$ ffl Jp M# L 0 
Jx £ # £P # , fS®L, II m * m If L It o mtSKfr&MZ. 

It ffi t, # b ft fc a ^V^^;^7A^pv ^?7^ - ( n - 
^s^fy :ftS^^^=5 : 1) tflL, g ft ft 2 . 3 4 g & # 0 

# # 13 5~3 7 ^liat, 2 - (3,4-^ V * >S 7 ^ ~ /V) 
-l-^ ! fVl'-lH-fc p PP[2, 3 - b ] \f y ^ y N 2 - ( 4 - tf y 

10 ^ ) — 1 - ^f*/V-lH-tfPP[2j 3 - b ] t? y i? y , 2 - ( 3 , 
ky^t^ri/7^^;V) - 1 - ^ ;V - 1 H - h° p n [ 2 , 3 

- b ] fc° y V , 2 - ( 4 - A 4? ^ KV7*s^) - 1 - ^ =P )V - 
1 H - fD O [2 , 3 - b ] tf y ^ y £ £ $ L fc 9 H fc > # # M 1 0 fc 
IH ^ L X s 2 - (4-*/V#p?h^$/7a^;W) - 1 - * <?• )V - 1 

15 H — h° p p [ 2 , 3 - b ] tf y *> y - % /v 9* t K Sr #.fifc L 0 * > 
#f«lO~l2tMiat, 3 - [ 2 - { A - y ?v irn y a, ^ ; v) 
-i-^^-iH-t°pp[2, 3-b]t°y^y-3-^/v]r^ y 

;V j$ , 3-C2 - (3,4-^^ K*/7is^) -1-^/V-lH 

- If P p [ 2 , 3-b]t°y^y-3-^;P]T^y;V|i, 3 - [ 2 - ( 4 
20 - If y *? ;v ) - 1 - ^ ^ a, - i H - if p p [ 2 , 3 - b ] If JJ p y - 3 

- 4 ;V ] T ^ y ;V m > 3 - [ 2 - ( 3 , l/yj?t^i/7a=/V) 
-l-^^/V-lH-t: 0 ap[2 J 3-b]t o y^y-3--f^]T^y 
/V Ife §r it L fc „ 

# # f^J 3 8 

26 2 - 7 -tX;V-lH-f Bq [ 2 , 3 - c ] tf JJ y 
III 

7;Vrfy#|^T, 3-7?^P^y4. 32g|ff7tFP' 
7? Om 1 ^m-e«t^U)fc*S b 1 5^^ltt 1 . OM 

(o-r h y 9 ^ ^ * f - ^ ^ ;v p v y v k / x f p y y y ^ m % 1 
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0 0 m 1 m T L It 0 1 0 # HQ Jf # $ , 5? - t - 7 r ^ V # - # -J- - 
hi 2 . 0 g co r h 7 t Oml#»S:l O^^lttiT 
Ufco 3B#IW'at#|l7kSr*PA., S^Sfe^^/vSrffi X fchl M^il 

;1/^J7A^ p y - (^pp/j^^A :^y-/V=2 0 : 1) 

T? » Sffl U , 3 - (t-7K^^/^^;V7^/) tf y ^ ^ 5 . 4 7 
g # fc o 
X@ 2 

7/v^y#iiT, 3 - ( t - h * v # ;v # ~ ^ r s: / ) tf y ^ 

V 2 . 40g3rTh7t FP77y6 Oml |i|#L, - 7 8 °C if 
^t/^m. 58M(Dn-7f/MfpA/rh7t K n 7 7 y $ 

^'77^ ( n - ^ * f- y : |^ m ;V = 

1 : 1 ) T'lIU 3 - ( t - 7* h df *y % ;V # - ;v T 5 7 ) - 4 - * 
^/Vt^^VO. 8 5 g £ # 1t „ 

II 3 

T/P^f^#ffl^T> 3 - .( t - 7* h dp 5/ * ;v 4? = ^ r $ 7 ) - 4 - 

* <f~ )V fc? y i? ^ 1 . 5 0 g £r ^ h 7 Kn79^4 Oml fc»*L, 

-7 8 T* Jf # L & fc 1. 5 8M©n-7f;Mf 9A/7 h 7 fc 

KP7 7 7M^1 0 m 1 m T L fc 0 m U V 3 0 ft |R) j-f # fl , - 2 0 °C 

t3 0^H#lfc o f? t* - 7 8 °C m ft ifl L , N-^h^^-N-^ 

9"-/V-<VXT5 K 1 . 7 8 g © 7 F 7 t F P 7 7 y 1 Omllf^l 

x m m l , «i?&^S7icT?s!fe^«, i*iiv^^y7A-r^iLij± 

SlLfc. '>!)^;V*7A^pv^77^ ( n - ^ f - ^ : ft 
£3:^=1 : 1) t'lllft. a^7^n"a77725ml 
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\C & M b , 5 . 5 M & m 6 m 1 ft #D *. , 5 0 °C t? 2 B# Rg ft # L 0 1 

0 2-7xs^-lH-tfPP [2, 3 - c ] XV *?V0 . 8 g ft 
# % m 3 9 

2-7x^;V-lH-t'np[2, 3 - c ] if JJ v> y - 3 - # /V A )V f 
t K 

Ty^'y#|lT, 2-7*^;V-lH-t p np[2, 3 - c ] fc° y 
W 0 . 4gSr=f P^yiBmljSitfl, 2-v>^nnm^y 
1 5 m 1 ©ift#»ffiEK:ap*.-0 t: T* fl£ # L „ KDlItt, 5? * d p 
^fA'^fA'X-fA'l. 18g*$J;r;iftr^5 = no. 96g 
^*0x.l#l/c o b, 2 0#|«jK#Lfc. fftflUS© 

p n ^ f f-;kx-T;^ j; t;i-ft7;^ ^ 9 A ^ l n# wj 
«#Lfc 0 1 0 h y 17 A*»ttSrin^a[36ttn: u ?w 

*/vM*tl} bfc 0 «n«7k-«}f b, ftlTkWEW^^^i/^ Afftn 
b iff Ml b tc o i^V!/*^/^7A^PYh^77^- ( ? n 
P*;VA:^;-;V=20 ; 1) "C 5 ft H b N g ft & 0 . 3 5 g ft# 

$ % ®j 4 0 

1 - ^-/P-2-:7^^A"- l H - fc° a d [ 2 , 3-c]tfy^^-3 
- 7j ;V /< ;V *? fc K 

2-7 3 :^;V-lH-t t np[2, 3 - c ] tf JJ i> V - 3 - # A- >* ;V 
5 s K 0 . 3 5 g*'t;^^*/I/A7 5 K 1 0ml K B M b , *ftT, 
6 0 % jft I| ffi ft 7 Jc P?f {fc 7" b y p 7a 1 0 0 m g ft Jp *. , 2 H# K jf # b fc 0 
fc^tm Vfc*<?A>0 . 3 5 g ft 0Tb, lit 2 o # bfc 0 

**fc;t>P*.KJfcft**T b, ^»Jt^A"T?iftWL, «S5pCi^^^T?«fe^^ N 
^7jcamv^^^!7 7AT'^^bMJ£|i^U?> 0 #&;h,fc&&fi!i*ftN 
H^P ^7*^*7 A7 Pv ^77^-(^^f y : |||| x ^ ;V=2 . 
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1) t'ML, iSil«H'0Omg#ft o 

1 H - tf o n [ 2 , 3 - c ]tfy 3 - -OV) T * U & #fife L 
$ # $1 4 1 

2 - 7 i - ;v - i h ~ h° a p [3, 2 - b ] tr y y 

X© 1 

y) 7 *? T7 A ( E ) ^o!) F55mg, #C I'* 7? 3 17^11 ( I ) 15 
0 m g %M%-Wmm%-T ^=r>Wm% Ltc a *#T* 

^/k^yf ye. 3ml^30^^lK^< t)|TL, fiTH 
T# 8 0 ■Cic^ii It $^fctf--f /W^* tCT 1 2 . 5^W>!)Pfiif#L 
fc, ill -e^SPtE^^^i? V 4 Mt>lL, ?I«Lfc 0 #^tifca 
^V'!) 7 A^/ P V F^777^ - (n-^^r^V : SEBfca: 

fvV=4 : 1) 7? Mb, 2 - (2-7x=;Hf _ 3 _ r 5 

ytr'y^^l. 54g^*»*Ht#fc, 
II 2 

2 - - 3 - 7 3 S tf y *J> V 1 . 5 4 g £ 

E tK v 5 ^ ^ ;v 7jwv ^ T 5 K 1 4 0 m 1 \c H m L , l^-7/^>|| 
£ L & N a t> (i) 0 . 7 6 g & #fl x. ft g K & - T =f y fll 

msrLfce 1 1 otfcfiifct^/v/^-c 2 0 mmMmmwvtco 

m m. * 7? # *P # N ill: 2 / 3 Hi L, gjtgfc ^ — A fp & & 7X -e # 

§ £ V y # *f )V% 7A^pv ^777-f- (n-^^riJ-y : 
3-ft"=l : 1) lalfl, 2 - 7*-/V - 1 H - lf.P p [3, 2- 

# # M 9 ~ 1 2tm^KVXS - (i-^^/v-2~y^^/v-i 

H - tf p p [ 3 , 2 - b ] t? y ^ - 3 - 4 /V ) T^y /WfRSr-frfifcL^to 
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# # 08 4 2 

5-^f/V-2-7i^;V-lH-t'nn [ 2 , 3 - b ] \? }) y 

xn i 

T;v^y#H^T, 2-7 5 /-3-:/p^-5-^^;Vfc 0 y y 
5 3. 0 g^MJ^f;V7^5 OmlEllL, y 3 . 

2 7 g £ jjP x.^^T't^(MJ7x *X7^y)^7^n(H) 
^ p 5 F 1 , IZg, H ^ -fbtfH ( I ) 0. 3 1 g^lx.> 7 0°Ct3 

0m-mmmw Ltc a ? p p # ^ a & jp £ * ? hm^v^mm^^^ 

fee Tk&AO*., ^TtiRJI Li*ifv ^ V ? ^ LirtJEE* 

10 m b fc 0 f!J*^/V*9A ( n - ^ ^ f. y . ^ H ^ = 4 : 1 ~ 1 : 

1) fill, 2-7^-3-;?^- ;V^^^/P-5-y^/Vt 0 U 
^ V 3 . 0 g £ # o 

X?l 2 

7;>=?y#HaT, ?S ft # y a 4 . 5 g & , N-y^/vt°-<y 
15 i?viooni \zmm b, l fc# e> „ 2- 7 $ / - 3- ? * 

r:;Vxf = ;V-5-^ 3. 4gON-yfMf^!l K ^ Iff 

teflp*., -e $K tK ^ ^JP ^. S ^ ^1- T b , tfHft^ ^/vcfcfj fct| L fc 0 # 
+ C?tG9-e, * p p ^;vAf|)!f b 

$^^^^;V|;^p^^5 7c|ftil^^lE^Lfc 0 5-y^/V-2-7^^ 

?v - i h - tr p p C 2 , 3 - b ] . tr y y & 2 . 3 0 g # ft „ 

#^^9, 24, 16, 1 7 ^itLT6 - {4-[ (1, 5 - ^ 
25 ^f^-2-7x^/^-lH-t'pp [2, 3 - b ] tf y y - 3 - 
-f /I/ ) # * # - ;V ] ^ y i? >> - 1 - 4 ?v } ~ a ^ V & Sr # fife b tc 0 * 
fc > # # $J 9 ~ 1 2 i m U K b X 3 - ( 1 , 5 - *? * f- ;k - 2 - 7 x 
^/V-lH-t'PP [2, 3 - b ] tfJJ^y-3-<0) 7 * JJ ;V Sfe 
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##W4 3 
IS 1 

5-7/M-P-2-^M h 7V 3^ ^ 1 0. 0 g CO to fa} & J *-)\, f$ 
150 ml 1 0 y !7 A$pjf 1 . 0 g % M ?L , %J±T, 7 H$ W 

»#Ufc 0 SIC, 1 0 .% 7 v 5 ^ A ^ i 1 . 5g*Ill, 2. 5^ 

4-7/^P-2-^f;V7=!J7^g^fi©»t1i Lt 7 . 2 4 

g # it o 

IS2 

N- (4-7 Astirv - 2 - } ^ ;k7a:^/V) ^7X7 5; K 

4-7;Vtn-2-^f^7^!)75, 0 gOMdcft-ffc^^vyig 
t5 Omit, & ft! ^ N / -OV 4 . 6 m 1 £ ?K * ifr T , 1 0 & j&» T 

i> y 7 &7kmm%Mx:tc%k, mm^^^ 2 0 0 m 1 l 

7to 7k» §rf^m^^/V 200ml 7?ffii±iU, * t fctc^mM 4- 1 & j£ 
&m 100ml, *1 0 OmK 10 0ml Tr^^L, 

*»ufc 0 # bfrit&i&m#&&n*'?'fri>>bftm& n- (4 

- -7 7V ^- p - 2 - ^ ^ /l^ 7 ^ ;W ) ^7X75 F^efeftlHT 

7 . 1 g # fc 0 

I|3 

N — ( 4 - 7 /V jj- P - 2 - } )V 7 at =. ^ ) -*<7X7^ K 5 . Og© 
M7K7" b y t Kb7?74 OmlcBiftt, n-7f;Hf ?A ( 1 . 
5 8 M ^^ffyil) 2 7. 5ml £r — 2 5tt 2 O^^lttlT 
L, - 7 8 tT* 1 f$M$l# Lfc^, S»T?il*«Jifls Lfc 0 RjStti'd* 
TK^T, 2 2 0 0 ml SrflPjfcfcH, 100ml? 

*fr ft L tc o TKJBSrHsSfe^^-'V ( 1 5 0 m 1 x 2 ) r* ttj U , * t fc 
tii^tefDlf 7J<5 Oml, 7j< 5 0 m 1 , ffi » £ 7 J< 5 0 m 1 T? $3 

L , MSk, iibfc 0 # fe ti tc n £ Sr ^ U # 7* 7j 7 A * n v h ^ 
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- ( n - * t is : &Wl a ?- A* = 1 0 : 1 — 5 : 1 -+ 2 : 1) 
fcTiibs 5 - 7/^P-2-7x^;V - 1 H-^^ l^/^fife 
W A b ITS 1 4mg#fc s 

# #M 9 , 24, 16, 1 7 t H<J m U T 6 - { 4 - [ ( 5 - 7 ;V & 
5 n - 1 - ^ f-;i^ - 2 -7x^.;P - 1 H--f y - 3 - * ;V 

1$ r: t\-< 9 i? > - 1 -4 J\>} -af L 7t 0 

rsg i 

io 4 -7^=6- 2 - a- Kr-y y 3. ogoi*ifp^ioomi*«n:, 

re » # L ft 0 K J© * K * 1 0 0 m 1 & JP ft , £ D fc n & ft * ft b , 
( 4 - 7 Pt - 2 - 3 - F7I-/H ij As A% y|xf ;n^r/l/ 3 . 
0 1 . g £ # tc o #bjh>ifcBfttott&©EJfcfc*03;*JBv>fc o 
15 X U 2 

( 4 _ 7 p ce- - 2 - 3 - K 7 ^ " /V ) # ;V * * V m ^ f- IV =c * x ;V 2 . 
5 g (O hV ^)VT ^20ml»RHl, ifs^^yfyi, 1ml, 
tT * (H7i^;l'*^7^y) 7 ^ ^ A (I I ) p U K 4 7 6 
m g , 3 9ft! (I) 128. 9m g ypt 7;M7#||T N | 
20 It 1 B#^m# Lfcl&, 5 0 Lfc 0 KJ*S*«iia^^ 

3 0ml I^Ufcf , "teWMIjiLfcfc. * 5 0 m l\ ft ft A *ft 
7^5 OmUiifc 0 7j< Jl £ ft ft 3i ^ ;v ( 2 0 0 m 1 X 2 ) T* ft ffl U N 

1 1 ®±%mm 5 o m i ^!^ N it^ityt 0 # 

b ll )t i §^ ^/ U 7) T'/VTJ 7 A 7 P h ^ 7 7 ^ - ( n - ^ ^ f" V : 
25 |lxf;V=3 0 : 1) (Ctlll, [4--7u^~2~'7^~A<^ 
f- n ;v - 7 at ~ ;V ) ^/P/^^^^^-^m^'r^tr^^'fe^^t UT 
7 7 5 m g # fc 0 

ii 3 

( 4 - 7 n ^ - 2 - 7^^;Vrcf-c=./V-7^=^) 77/V/^5 y 
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/VTy^-n?/^!) F5, 5ml (1. 0M ^ h?t KP7? 
|xf;V30ml, 7K2 Om 1 tfl^ltts 7K 1 £ St® ^ f- /V (3 

5 omix2) tittit, *ti& tc^mm*mm±i&7k 1 0 m 1 

y ( n - — ^ ^ y : m = 5 : 1 ) \L X ffiM b x 5 - 7* ta 

-Tr - 2 -7x^;k- 1H-^F^^ ^t^fUt bt 5 9 0 m g 

10 ##^9, 24, 16, 17i:Wiat6~ { 4 - [ ( 5 - 7* a ^ 
- l - ? f- A> - 2 - y » ~ ;v - l H - y y F - /v- - 3 - y fl> ) # ;v 
~ ;v ] fcf ^ 9 v 5 V - l - "f A- } =nf y^^^^Lt, 
4 5 

l'-^KJ'^A'-2-7a£^-lH-l?Ba [2, 3 - b ] fc° 

15 y ^ y 

6 o % m m m * * it ^ 1— y ^ai a 8mg^r/v^y#H^.T> 

n-A^tyt£0SIIU )J(?|fp, E ?K ^ ^ ^ ^ * A- A r 5 K 5 . 
Oml & * & X m m W m t L 0 ^i^2-7*-^-lH-lfnP 
[ 2 , 3 - b ] t° y V y 5 5 0 m g & m U 7c E 7K ^ ^ f- /V * /V A r 
20 5 Fll2 0mlH0^^rKlTU ^ T? 1 B# f}Q L 0 ^ 
T3 d ^ ^ ;V ^ ^ /]/ ^ — T" 7V 1 4 8ml ©^^;l/*;U7^ Ki§f$ 5 
0ml*30^^ltTlTl, ^OfiltT30^ 
Jft # L fc . *^ 3 'eKJfe« lc 7X £ *P , B£ Rft ^ f- ;VT?iWLfc„ 

25 # bfb/ca^^yy^ ^ *7A^O^F^77^ ( n - * f- 

y : Kl^f /V=2 : 1) T? *fr L , I 5 2 9 m g ^ fifiT^/V 

o ~ l 2 ( l - ^ h^y^fvv-2-y 

a-;v-iH-tfap c 2 , 3 - b ] t° y ^y y - 3 - y ;v ) r ? y jv 



WO 03/037862 



47 



PCT/JP02/11232 



2 - ( 4 - 7 s p 7 rc = /V ) - l , 5-^^f;V-lH-^F-^ 

• p - MJA-t k y v % pft % 4 . OgH-^p^yt^syy 

5 . OgSriSl OOmKdPi, 1 0 0t!T'8^Hi#lt o iff 
iltT, tffffiLfc*&iSrfcit®bfco - ft If 1 1 6 % ztf V V y m 3 0 
g!^D^> l 2 0 °CT 2 R#rfljf # bfc 0 R Jfc * g % 
^A-2 OOml T'ffitti U SI 100ml *e$fc#-^ 

i*ittMJ r> A±T^M$*Mffi^stbT, b 

Ltc 0 m^X, 7;^>^fT6 0%illl7^fht 6 
Omg^i*^^f;l/^;l/AT^ K 3 0 m 1 « » £ * fc .. StJ ?z& ^ ^ 
fli 3: 1 0 m 1 © 1 7j( V 5 ^ f ;V /jWV A 7 $ K (C ^ # 1 0 # 

^(fciTL, Hi:iWljfLt 0 ^^(u3^f^f;i/o. 90 

m 1 1 5 H#R«# Lfc 0 tK 1 0 m 1 SrAlljfcfcfc, & 

5 0ml grip fclfclfcrc ^-^ 2 0 0 ml t'itt! b; # ftfc:f 1$Ji & 

v^77^- (n-A^fy ; ^|xf;V=io : 1 ) T» » L % 
Slft^2. 2g^fei*HTHt 0 
#%$J 4 7 

4 - (1, 5 - & j. ^ jV - 1 H - 4 y K - - 2 - ^ ) 3fc & # Ifc 

T rf ^ & H AC.~F , 2 - (4-^n^-7^^/V) - l , 5 - -j? ^ ^ 
- 1 H - 4 y K - ^ 2 . ZgS^^;l/#^Ar^ F4 0ml|c| 

# b s 1 , 1 ' - tf * (^7^^7t^7^) 7*Pt^960 

• m g , 8ml, ^;-/V5. 3mUJ;tlS 
i /{ 7^^3 0 OmgSriDifc. 7;^y^-fft^«(Cil Lt, 

«r-«fcfls#*#B*t'Tfc b, 6 0 °c-e 1 5 ttwatft bfc 6 
8IST?ft»lfc«, 7j< 4 0 m 1 M & s H»afA''2 0 0 ml > eiW 
Jfe&ttfctib, til^lS|R^t7j<3 Oml T^f^, MTkiSfSfife^ h JJ 
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v_ ( n - -N^^y : S^M^^;V= 1 0 : 1 -> 5 : 1 ) U B 

#J 1 . 7g^if^|^i:Lt#fc, 

# # ftl 4 8 

5 (2E) - 3 - [ 1 , 6-^^f-/V-2 - (4-*^4?^h^^7*^ 

r^rfy#a«T, 4- (i, 5-^^f;i/-'iH-^ y k-^- 

2 - W ^ ) ^If S^f/^^f/^ 8 OfflgH^^^^I^A 
T 5 F 10ml mm £ *s 2fc#T*Mb ^ 7 /Jr y ^ 0 . 27m 1 & An 

io *. fc 0 san:ML4B#rejK#ufc«, 2 o m i © % # h tc m g tk ic e 

JMft££*&&, ; ;pp*/PA10 0mltftH]L, «JI&«n$: 

• o n v ^ t > r /> rf N >- # ft r 6 o % $i ii » #g * » it ~r h y * a 2 3 

0 m g ft M 7k i? * * /V A 7 5 Hi Oml tHH, ^ ^ ,v # 
is * 7 j / mm T V 7 *r ?v \ . 2 m 1 ft M & , SST? 3 o L- 

20mU»»l / fc»»* N 1 5 ^ ^ It t i T b , 2&#Wjft#Lfc8U 
lOOt; £■# fiLHfcl 5 H# M }J£# b fc c 7X 2 0 m 1 ft #P *. 7b # s 

20 t> A -e $ iK £ * fc 0 ft £E ft ffi L fc „ I^^';^;vA7A^p? ^ 

^77^ - ( n --s^rt V : @^;r.?vV = 10:1) ^WM U S W 
^ 5 80mg&$Jtfe$ft*£LT#.fco 
##«4 9 

(2E) - 3 - [ 1 , 5-v^fvV-2 - (4-^7 7V^^h^^7^^ 
25 ;v ) r * 1? A* SI 

7;^y#I^T, (2E) - 3 - [ 1 , 5 - ^ t« ^ /V - 2 - ( 4 - 

# ;V tf? ^ b V 7 * =. ;V ) — lH-'f VF^-^ - 3 — < ;V ] T ? V A 
|7U;H^7;l, 5 8 0 m g ft T "fe h - I- V ?V 1 0 m 1 f *e 
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(0) SOmg^M, 1 5 ^BOJKff Lfco «JE»3ffiU#b^ 
ftaSHPP*^Al OOmUilL, 1 0%HSl 0 m 1 *3 «fc 
0*«n«7.k l o m l i?gfe^Lfc 0 G®B&M&m®1- h V VAX& 

* It & ffr * i U X # fc „ 

#ti5 0 

i - C2 - (h y * f- ;v >y y jv ) ^ h ^ v ] ^ f- jv - 2 - 7x^;i/- i h 
- tf p p [2, 3 - b ] tf JJ $? >- 

2-7o:^/V-lH-fc 0 Pn [2, 3 - b ] If y ^ 2 . OgOJ? 

9"" ^ # ;VA7 5 F»»25ml^, *»T6 0%jfi fl| Pi » * * -fb ^ • 

71/ v y a- ) x^'i/]^f ; ^p5^ }?!, 84g||TL > *i^T2 

i m?fc^ ««sufc 0 ifejifc^^vy*^ 

;^?A^pv ^^77^ ( ^ f- y : B Hfe ^ ^ ^ = i . i ) 7 g 
iSMi o~i 2 k mm^Lx 3 ~ { i - [ 2 - ( h y p? =r- 7V $/ y a ) 

^^^]^;V-2-7i^./V-lH-L^nn [2, 3 - b ] fcf y 
y — 3 — "i j>v) T 9 y ;l> £ Sr & $ U fc . 
###U 5 i 

6, 2, 3, 4-7f5fcKp-i-^y^; 

y y m Wt * f- As a x t ;v ±£ SI tt 

J* * ^ - TP 2 5ml t*ftT, Sftft = ;H Oml «T13 0 
#R«#Ufc 0 JLftfc, 6, 2, 3, 4-Th 

nKn-l-^y^yjIyftl-^tjll, 4 2 g £ 2)R £ , 3 B# W 

* / - A* «r iP x. fc 0 nbtifc^MtZmM U N ^^/t^-Tvl^ifc^ 
UH«Ufc 0 e&Htfi&l. BBgHft. 

5 2 
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3 - [ 2 - ( 4 - # ;V # J h df- v 7 * ~ ^ ) - 1 - ^ 9"- )V - 1 H - tr p 
p [2, 3 - b ] t° y ^ y - 3 - -f ^ ] r * y ;v ft 

2 - ( 4 - # ^ /K^ F^i/7^^;V)-1 - ^f^-lH-fc'pp 
[ 2 , 3 - b ] t? y y - 3 - # jV t t K 1 7 0 m g , u y ft 
5 1 2 0 m g , t'^y^yO, 6 9ml©L^^yii4mU, 80 °C 
t'4 5^f«ff|, 1 2 0 C CX*I t 1 NfM# Ufeo KfSt^iJiT 

* to l , sfcSKi^ttpf^^A^ini, i o % & ik N * % m m A & * ~e 

$fc b , ft , iitS-iiaU l«J*l 2 OmgSrito 
HlfeM 1 

10 6 - { 4 - [ ( 1 , 5 -^^f;V - 2 -7xs;P- 1 H — V K *— ^ 
- 3 - -f ;v ) * # c= a- ] t° ^ 7 ^ y ~ 1 - A jv } - n - ( 2 - t F 

6 - {4 - [ (1, 5-^^^-2-7^^-^-^^- 
;v - 3 - «f ;V ) % ;y # n /V ] t° ^ 7 y - 1 - >f } = 3 ^ ^ Rfe 2 0 
15 g % V * 3- JV* ;v KT * K 1 0 0 m 1 }d ^ # L % WSCD ■• H C 1 1 

2 . 7 g N 1 - t K n f ^ y 9 b y r !/ - ;v 8 . 9 g N hi;xf/i/7^ 
VI 3.4 g £ *P X. N 3 0 £ 1 H# L fc 0 )S:^-e2-fc Fn^>>xf;V 

7^5,4 g &m #.g*a Rfow&ykiz&gBm^^ 

20 pp^/VA-x-r/l't^itL, IJill*2 0.1 g#fc, 
7G * £ Iff ftf ( C 2 9 H 3 1 N 5 0 3 t It) 

H-flE-lt (%) . C:70.00 H: 6.28 N:14.07 
Hfflif (%) C:69.87 H : 6.37 N:13.96 

25 (2E) -N- ( 4 - ^ V * i<"<y i? )\>) - 3- {l-~/^;V-2- 
7i=;v-lH->fyif-A'-3-0) T ^ y ;k 7* 5 K 

(2E) - 3- (l-^^-2-7s=^-lH-^K t -A'- 

3 - ^ ;v ) T ^ H;Pil 7.5 gft5?^f;V*^A75 K 2 0 Oml fc 
B M L , W S C D • H C 1 13.3g, I - t pp^^y / b!J 7 
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9 . 4 g „ M^f/V7^7.0g^li, 3 0 ftMBW bfc 0 
^ ^ ^ 4 _ ^ K^^y^;I/7^8.6 BgSriP^^E^^^ift^ 
bfc 0 KJ5&#Sr*te&^ # Sfc * T & ttU **e»0«5^«x ft 

# N MBLtco B £ Sr V U * ;v * 9 A ^ p ^ T- ^ 9 7 ^ - ( ? p o 

&b, 2 o . 2 g Srfifco ' 

7G*£*fW (C 2 6 H 9 4 N 2 0 2 i Lt) 

fi-^ffi (%) C;78. 76 H: 6.10 N;7.07 
(%) C:78.92 H: 6.22 N:7.04 

mmm 3 

6, 7-v J ^b^V-l-^f-;V-2 - [ (2E) - 3- (1-^^ 
;P-2-7i^^-lH-t'PP [ 2 , 3 - b ] fcfJJ-^V— 3 — f^V) 

^ , p/^-2-^.y-f;H-i, 2, 3 , 4-Tf7t FoO^y !J 

p [2, 3 - b ] *J¥~ 3 - <4 fr) -T $ V 9 . 7 4 g N W 

SCD-HC10. 9 5 g , 1-t Fn^fV^y/F!)Ty";V7. 
1 g \ZL ^ ^JV * /V ^ T 5 K 2 0mU»^t^-l^£5* * 
h!Jif^7$y7. 1 g &iJP&T 3 0 &mWLtc 0 JEfcU"? V A> V 
ytif 9. 7 5 gSriPA.Sfit?l 5 H# FW St # b 0 7J< R £ Jft £ & 

fflft*:E*T»«fc»U Sit, »*Sr^y*^^* 
5^P>r^77^ ( n -^=^ty :g«^f;V=2 : 1) t?*t 

fi> dt y # H & T * 7£ ft # * 4 . 0 m 

1 & #P *. o a ^ 7 s " /V 4f #P £ , ffi W * & « Jft b , 4 0 °C T? 1 0 B# W ^ 
JEE ft 01 b , @ #j « 1 5 . 7 g £ # fc o 
%mftm\t (C 2 9 H 2 B N 8 0 8 -HCl-LBHaOt It) 
#!•#«■(%) C:65.59 H: 6.26 N:7.91 
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mmtt (%) C:65. 96 H: 6.00 N:7.92 
JE 4 # V E S I - M S m/z : 4 6 8 [M+H] * 

5 (2E) - N - [ ( 1 R , 2S)'-2-^ Kb- 

iH-^yfy-i-^/H - 3- ( 1 - * a- -2-7*5^-1 

H - \f u p [ 2 , 3 - b ] t° V i?> - 3 - 4 A) 7 V V A 7 5 K U it 

it 

7C Sf £ <Jf ffi' ( C 2 7 H a 6 N 3 0 a • HC1 • H 2 0 £ It) 
10 f+lfii (%) C:67.98 H: 6.07 N:8.81 
MWliU (%) C: 6.7. 84 H: 5.90 N:8.79 
I^^-yFAB-MS m/z: 4 2 4 [M+H]* 

5 - { 4 - [ ( 1 , 5-^f^-2-7 I =/k-lH--fyF-^ 
15 - 3 - 4 A- ) # A # /V] if^9^^_i_^ 7 v} _ n - [ 2 - (4 

- ^ ^ /V - 1 , 3-f7/-;V-5-^/V) ^ f - A ] t° 7 ^ > - 2 - 

7 y#|^T> 5 - {4 - [ (1, 5-^^-2-7* = 

A' - l H- - 4 v K - A - 3 - 4 A) * A- ^ - A ] 

20 /V } fc° y i? - 2 - # A tf? V Sft 1 . B g, WSCD • HC 1 0, 9 5 

g , t K p 3f V ^ y 3/ h V 7 - A- 0 . 6 7 g \z. *? ^ A #c A- A T 5 

K 1 0 m 1 & M X m - K ft 5 £ T? » # ft x fPif;VT^O. 5 
0 g^llDiT3 0^f#lfc o #CV>T% 2- (4-^f;Vf7/-/V 

- 5 - ^ AO if/VT^VH. 5 6 g x. 3 m T» 1 5 B# R if # L 0 

0 0 m 1 7/v^y#|| 
T^j^at^ffci . o m h c i / ^ ^ ^ A ^ - 7" A f« 1 0 m 1 £r #P 
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0 g % # tc o 

7U Jit^fMfi (C 3 2 H a 3 N 7 0 2 S-3HC1-5H 2 0£ IT) 
fh^fH (%) C:49.33 H: 5.95 N:12.58 
H 89 fit (%) C:49.88 H: 6.12 N: 12. 61 
5 E-f t^ES I -MS m/z: 5 8 0 [M+Ii] + 

3S*$J 5 i:IB|«(i:L"C£lT©ll*flI6«)ft^»*#jaUfc, 
6 

5 - {4 - [ (l-^^;V-2-7^^;V-lH-t c nP [2, 3 - 
c ] tf V V y - 3 - -f ;v ) *;W5}?^;V] t° ^ ? y - 1 - J ;U } — N 
10 - [2 - (4-^^/w-l, 3-fT/-^-5-^;k) fc° 
v *? y - 2 - # if- 5 KrssiJft 

TnlH^WH (C 30 H 30 N 8 0 a S-2HCl-3H B 0t IT) 
|f#jg (%) C : 51. 95 H: 5.52 N : 16. 15 
HlHfi (%) C : 52. 18 H: 5.52 N : 16. 21 
15 IE 4 tVE S I — MS m/z: 5 6 7 [M+H] + 

5 - {4 - [ (l-^f;V-2-7x^^-lH-t*UB [3, 2 - 

b ] t° y y - 3 - ;v ) % jv ;K ~ a- ] fcVr^y-i-'f/v) - n 

- [2 - ( 4 - ^ - 1 , 3-f7^^-5-^;l/) rc ^ ;v ] tr 
20 7 V - 2 - # ^ 4? ^ tf* $ K. 

5 - {4 - [ (l-^f^-S-^i^/l'-lH-tfpp [3, 2 

- b ] tf V i> y - 3 - 4 ft> ) # As # — ] fcf^^^y-l-'f/W - 
2-fc°7^V*;H'y||0. 15g, 2 - ( 4 - ^ ^ /V - 1 , 3-^ 
r y> w- ,v _ 5 _ ^ ;V ) if ^ y 5 3 m g , &i?^f;V*/VA7? 

25 KBml Mxf^T^75mg, WSCD-HC1 7 

1 m g / 1 - t FP^rv'^y/M)7/-;V50mg^ipi, £ £ 

11 2 2 4. 6 °C 
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iE-f t^E S I - MS m/z: 5 6 ! 7 [M+H] + 

mmm s 

5 - {4 - [ (5-^f/V-6~7 3 :^;P-5H"'t t PP [2, 3- 
5 b ] t° 9 >" - 7 - J A> ) # ~ ^ ] tr^7S?V-l-^^} - N 

- [ 2 - ( 4 - ;* f - /V - 1 , 3-f7y-;l/-5-^/V) a ^ /V ] fcf 

9 ^ i/ - 2 - * JV # * f- 3; F 
E^tyFABMS m/z: 5 6 8 [M+H] + 

10 1, 5-i?J9-/P-2-7x.^;]/-3 - [ (4 - {5 - [2 - (2- 
t Kp=3fi/xf/V) - 2H-Tf9/"/V-5-^;V] h° y ^ y - 2 

- ^ ;i/ } bf^?s?y-i-^/v) # ^/ # ^ ;v ] -lH-^yK-M 

mm 
II 1 

15 r^=ry#iltr, l, 5-> ? ^^;k-2-7^ = 7V-f>'K-;v- 

4g, 1 - { 5 - [ 2 - (2-fc KB^/af-;V) 

1 . 5g s WSCD-HC1 1. 1 g s k Fp ^V^y 1 / H) 7V V 
)V 0 . 7 8 g^i?^f;l/*;VAT^ K 2 Oml \L mM L s M^f;v 
20 1 7 g^lflite 0^|#l?c o K^I^?Xt?± 

. & & , *rifc|-Lfc6&iJ&#S:ll8tL, * T» ft # ^bp*^A|c» 

ill £ * s mftAift*'T?ft^b, $fe jft l , n $g l 7c 0 a.^vyyj^ /i/ 

*5A^pv^77^ (^pn^yVA : ^=5 0 : 1) 

X m m ft , = - t- /p lc T L fc o 

25 ' X^M 2 

ftbilfcl, 5-'^f^-2-7aS^-3 - [ (4 - {5 - [2 

- (2-t Fn^fj/xf/i/) - 2H-7^7^;v-5-^/p] tr JJ 
y - 2 - J )V } tf^jity-i-jfr) # /V # - ,v ] - iH-{y 

F"/H7PP*/^1 Om 1 icHL, 7j< <^ T 1 • 0 M H C 1 / S> 
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1 . 2 9 g & # o 

JE^XFAB-MS m/z: 5 2 3 [M+H] + 
1 0 

5 5 - {4 - [ (1, 5 - *? * a* - 2 - 7 * ~ a- - 1 H - 4 y K — ;v 

- 3 - /V ) # ;V 7K - ^ ] tf «-< 7 ^ V - 1 - -f ^ } - N - ( 4 - tr y 
5? /v ^ f- ;v ) t° 7 ^ v - 2 - * # * -tf* s: K 

7^^^#i^Ts 5 - {4 - [ (1, 5--^^^^-2-7x" 

> - i h - 4 y K ;v - 3 - -f ;v ) # >v $ - ;v ] u^^^y-i-w 
io /v } t 5 y v - 2 - # ^ ^ v m o . 2 g , 4-7^;^;vtl^y 

52mg,WSCD'HC193mg, t I'P *r X V h !J7y v 

8mg^^il 5Bf|i#Lt 0 £jfc#fc*£>!jtl*. N «fWLfc6 
fe»ft:&Mb, * * H , ^ n p * ^ A m M £ * > #& ? P A % * 

7 ^ - (^PP*;^:^/-/k=19 : 1) T )(f M , ^^7 

- /v \z.mm l ^ ~ t % m x. , tf a t t& * & at st l , & % u x n m 

*0. 1 3 g £ ft fc 0 

7n*#*ftf (C 82 H 31 N 7 0 2 -0.5H 2 0tLT) 
20 fhJMit (%) C : 69. 30 H: 5.82 N:17.68 
mmiU (%) C:69.70 H:'5. 87 N:17.43 

mmmi o tmm^hxmmmi 1 ~ 1 9©ft^«i4^Lfc t 

H'JMJ i i 

5 - {4 - [ (1, 5-^f;V-2-7x=;V-lH-OF-/V 
25 — 3 T /l/ ) tV5^y-l-^;V} — N — [ 2 - (4 

- KT U i? )V ) a: ^ )V ] If 7 ^ V - 2 - * )V tf * tf" 5 K 

(C n H 8S N 7 0 2 -2H a 0HT) 
ff-SUfi (%) C:66.54 H: 6.26 N : 16. 46 
H?IHit (%) C : 66. 68 H : 5.81 N: 16. 48 
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5 - { 4 - [ ( l , 5 - 9 ? 7- ;V - 2 - 7 x ~ ;V - 1 H - A V K - ;v 

- 3 - A* ) = If ^ 9 y - 1 - ;V } - N - ( 2 - 9"- a: 

~ ^ ^ A ) fc> 7 ^ y -- 2 - # /M* tf- 5 K 
TC^^IfiiS (C g j H 3 o N fl 0 2 S i: LT) 

f[%\% (%) C:67.37 H: 5.84 N : 15. 21 

UMiit (%) C : 67. 19 H: 5.55 N:14.94 

mmm i 3 

5 - { 4 - [ (1, 5-^^/V-2-7^;V-lH-^F-/V 

- 3 - 4 ;V ) ?j )V % ^ )V ] - N - [ 2 - (2 

a;^;V] t° 7 V - 2 - * ;V jff df- f- 3; F 
TniPf^ffi (C 3a H 3s N 6 0 2 St LT) 

frf-JMI (%) C:68.06 H: 5.71 N: 14.-88 
USHfi (%) C : 67. 95 H: 5.88 N:14.48 

n jfe m i 4 

5 - {4 - [ (1, 5-^^/K2-7^;V-lH-^yF^/V 

- 3 - 4 JV ) % )V tff A- ] fcf ^ ^ ^ >- - 1 - >f ;p } - N - [ 2 - (3 

- *P = /V ) cr ;i/ ] ^7^y-2-*;^>f ^ K 
TC^^WIt (C 82 H 32 N 6 0 2 Si IT) 

ft^MS (%) C:68.06 H: 5.71 N:14.88 
H$H[t (%) C:67.86 H: 5.78 N:14.44 
ll« 1 5 

5 - {4 - [ (1, 5- 1 ^f/P-2-7*=^-lH-^F-^ 

- 3 - 4 jV ) $> )V *)? ~ /V ] tf ^.7 ^ ^ - 1 - 'f ;V } - N - (2-7!) 
yV ^ ^ /V ) if 9 *?. y - 2 - # A- # ^ f - ^ K 

Tcm^-^tt (C 3I H 8O N 8 0 8 HT) ' ' 
fh#W (%) C:69; 65 H: 5.66 N:15.72 
^?IHS (%) C:69.48 H: 5.74 N:15.42 

1 6 



WO 03/037862 



57 



PCT/JP02/11232 



5 - { 4 - [ ( 1 , 5 - 9 ? f - A> ~ 2 - 7 * ~ JV - 1 H - <i > F — ^ 

- 3 - 4 ;v ) # ~ ;v ] tf ^ 9 ^ y - l - /v } — n — [ 2 - ( tr 

^ y y - 1 - /V ) m ^ /V ] fc° y v> y - 2 - % ;v i$ *c -t % F 
E^tyE S I - MS m/z : 566 [M+H] + 

H it M i 7 

5 - { 4 ~ [ (l, 5-i?^f/P-2-7j:=;v-lH-^yF^;i' 

- 3 - >f ;v ) * ;v ^ ~ /i/] if ^ 9 V v - 1 - 4 } - N - [ 2 - ( tr 
T3 y *? y - i - a ) ^ ] t? 7 ^ v - 2 - * jv * f- ^ f 

lE^ftyES I -MS m/z: 5 5 2 [M+H] + 

mmmi s 

5 - {4 - [ (1, 5-i?^f/V-2-7x^/V-lH-OF-^ 

- 3 - /v ) # »J? ~ A'] tr ^ y V> v - l - << ;v } - n - C 2 - ( ^ 
/i/ jfc y y - 4 - -f ;v ) ^ ^ ^ ] tf^^y-^-^/M^^s: K 

5n*#*fW (Cg gH 3 7 N 7 Og'H 8 0i bt) 

f-l-^it (%) C:65.62 H : 6.71 N:16.74 
HtlHit (%) C: 65. 45 H: 6.48 N: 16. 52 

mmm i 9 

5 - {4 - [ (1, 5-^^f;l/-2-7x=^-lH-^y 

- 3 - ;V ) % ;V 7$ n ;H t^^v'V- 1 - -f ^1 - N - [ 3 - ( 
^v^yy-4--f/v) 7°n tvw] if ^ v 5 y - 2 - # /V rf? f- 5: F 

7C^##f It (C 3 3 H 3 9 N 7 0 8 - 0. 25H 2 0£ It) 
ff-HtflS (%) C : 67. 61 H: 6.79 N : 16. 73 
MM it (%) C:67.66 Hi 6.79 N: 16. 54 

m mm 5 tmmK\^xmmm2 0-2 5 <Dfc&w%&j$.i>it 0 
n jfe 2 0 

4 - [ ( 1 , 5-^^/>-2-7i^^-lH-^/F"/V-3- 
^ ;V ) # ;v 7tf^ ;V ] - 1 - { 5 - [ * 

$ ;W ] If JI 5? ^ - 2 - >f ^ } tf ^ 9 ^ ^ ^ Bfe 
7d^^W{it (C 8 a H 3 3 N S 0 s S-HCl-1.5H 2 0i U) 
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JH-#Mt (%) C : 61. 73 H: 6.18 N: 11. 61 
mmiU (%) C:62.01 H: 6.07 N: 11. 64 
JE4 $~ V E S I - M S ra/z: 5 4 0 [M+H]* 

mmm 2 1 

6 - {4 - [ (1, 5 - f /V - 2 - 7 a - 1 H - ^ K-;V 

— 3 T 7V ) If ^9 1 - << )V) -N- 

= 71^ ^/lO ^n^^T^ Fill 

TB^^^ilt (C 3 2 H 3 x N 6 0 a S-HCl-lH 2 0i: U) 
f-l-^fif (%) C: 63. 62 H: 5.67 N : 11. 59 
(%) C:63.63 H: 5.77 N:ll. 33 
I^ftyE S I - MS m/z : 5 5 0 [M+H] + 
ll«2 2 

6 - {4 - [ (1, 5-v>^f^-2-7x-/V-lH-^^K-/V 

- 3 - -f ;V ) * ;V ^ ;k ] tf ^ 9 v> ^ - 1 - ■< /V } - N - (2 ~ / ]- 

- 1 - ^f/Vxf/l') safJ/TO'tlll 
7ci§#WH (C 3 , H 9 B N 5 0 3 • HC1 • 1H 2 0 i: L "C ) 
ft IMS (%) C:64.18 H: 6.60 N:12.07 
HiHB (%) C:63.96 H: 6.48 N:12.28 
jE/ft^ES I -MS ra/z: 5 2 6 [M+H] + 
3 

6 - {4 - [ (1, 5->^f/V-2-7^/V-lH-^F-/V 

— 3 — -I* /V ) * /V * - ;V ] lf^?$>^-l-^/M - N- rc^^-N 

- (4-t o y^/v^^;v) f - % m $ 

7n*#*T 4£ (C a 5 H a e N 9 0 2 -2HC1-2. 5H 2 Oi It) 

ftS- -ft (%) C:60.87 H: 6.28 N:12. 17 

UPHii (%) C:61.14 I-I: 6.44 N:12.38 
lE'f tVES I - MS m/z: 5 7 3 [M+H] + 

mikwz 4 

6 - { 4 - [ ( 1 , 5-^f;V-2-7*=;V-lH-^F-^ 
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- 3 - <i A> ) % >V # - )V ] fc 9 ^7^y-l--f/V} - N - [ 2 - (4 

- ;* ^ ;v - 1 , 3-f7/-;v-5-'f/v) ^ f - jv ] - n f y 7 5 K 

-lit 

TuMfttifiU (C 3 8 H 3 4 N 6 0.S-2HC1-2. 5H 2 0i IT) 
5 tf-$ffl[ (%) C: 56.89 H : 5.93 N:12.06 
HIHit (%) C:56.90 H; 5.85 N: 11. 90 
IE 4 V E S I - M S m/z: 5 7 9 [M+H] + 

mnn 2 5 

6 - {4 - [ (1, B-*;^/l'-Z-7*=^-lH-'fyF-^ 
10 t c ^ 9 ^ y - 1 - ^ ;V } — N — [ (5-^ 

^yv t°7 2 -<f ;v) / ^ iv ] - 3 f y 7 5 Kr&KiS 

TClif #$fH (C 3 3 H 3 a N 7 0 2 - 2HCl-2H 2 0t LT) 
f+IMft .(%) C:59.28 H: 5.88 N:14.66 
H$Hfi (%) C : 59. 58 H: 5.94 N:14.78 
15 E^tyES I - MS m/z: 5 6 0 [M+H]* 

% % $1 9 t ISIl IT^I #1] 2 6 0 & m £ ^ fife L fc o 
H % $J 2 6 . . 

1, 5-^^^-^-2-731=1^-3 - [ (4 - [5 - {2 - * J-JV 

-2H-7^7/-;v-5-^v) fc? y v> y - 2 - ;v ] if ^ 9 v 
20 -1-^) - lH-^K^-^ 

5B*£*rft (C 8 B H 8 B N 8 0'0.5H 8 0£ LT) 
ff^fi (%) C : 67. 66 H: 5.78 N:22.54 
MMi$. (%) C:67.72 H: 5.81 N:22.09 
jE^yFAB-MS m/z: 4 9 2 [M] + 
25 ilM5 & |B18nc:LT&T©£tt0ll2 7(Dft^fel^j|Li 0 
H Jfe #1 2 7 

5 - {4 - [ (l-^5"~/V-2-7^^^-lH-t 0 Pa [2, 3- 
b] }) *Jy - 3 - 4 /P) #;V/tf~/V] tV^yy-i-^/v} _ N 

- [ 2 - ( 4 - P< ^ ;V - 1 , 3-f7/-^-5-^/V) =c f - ;V ] fcf 
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? i? y - 2 - # jv 7t ^t^; Frill 

5B*£flfft (C 3 0 H 8 o N 8 0 a S-2HCl-2H 8 0fc Lt) 
tf"3¥#[ (%) C:53.33 H: 5.37 N:16.57 
HiMfi (%) C;53.14 H: 5.56 N: 16. 20 

mmm s t m mK v x (d mmm 2 8-3 0 -L fc 0 

m m w 2 8 

5-^^ ;v -6 - [ (2E). - 3- (l-^^/V-2-7a^/V-l 

H-t'PP [2, 3-b] t° y V - 3 - -Y /V ) 7°p/^-2-^y^f 
;]/ ] - 5 , 6, 7, [1, 3] ^t^n [4, 5 

- g ] ^ y ^ 7 y ymmm 

7G*#*ff« ( C 2 b H 2 5 N 8 0 a • H C 1 • H 2 0 t LT) 

fUME (%) C:66.46 H: 5.58 N:8.30 

HiHit (%) C:66.32 H: 5.69 N:8.82 
lE'ftyES I -MS m/z: 4 5 2 [M+H] + 
HHM 2 9 

1- {1- [ (2E) - 3- (l-^^;V-2-7;c-;V-lH-t p 
P a [ 2 , 3 - b ] 7° P - 2 - x / ;V ] • t° 

^y^y-4--f;V} -1, 3 - v> t Kn-2II-^yxMS^y- 

;v-2-^yifel^ 

^ffiMlt (C 2 9 H a 7 N 6 0 2 -HC1-2H 9 Ok LT) 

ft^H (%) C:63.32 H: 5.86 N : 1 2. 73 

HSJtt (%) C : 63. 93 H: 5.58 N:12.30 
I-ftVES I -MS m/z: 4 7 8[M+H] + 
M 1M M 3 0 

(2E) — N — { [4 - *E-/I/*3JV'-2- 

^/v-] - 3- (i-^/k-2-7x^;v-lH-^yF 

5cS§#<tJT#: (C 3 0 H 3 o N 3 0 2 F • HC1 • 2H 2 0 t LX) 
tVIM* (%) C:64.80 H: 6.34 N:7.56 
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% m\t ( % ) C : 65 . 18 H:6.24 N : 7. 6 1 

m m m 1 o t m # tc l, t $ % ^ 3 1 a # 3 2 © ^ -a- m % # j& t & 0 
3 1 

5 _ { 4 _ [ ( 1 , 5-^^;V-2-7»^^-lH-r/F"^ 
_ 3 _ ^ , v ) * A- 4? ~ A- ] tf ^ 9 *J> y - 1 - 4 M 1 - N - [ 3 - (1 
K-j % jr^ — fr - 1 - 4 A>) ^PtW] t° 7 v> y - 2 - # A- # * f " 

5 K 

(C a 2 H a 4 N a 0 2 t It) 

ft If ill (%) C:68.00 H: 6.15 N:20.25 

£g ffl flt ' ( % ) C:68.31 II: 6.09 N : 19.91 ' 
jE/ftyE S I - MS m/z : 5 6 3 [M+H] * 
^IM3 2 

5 _ (4_ [ ( i f 5-^^f/V-2~7x^^-lH-^yF-;V 
_ 3 _^ /V ) t°-<7 Py- 1 A) -N- C (3, 5 

- & * jv A v * v 9 - ;v - 4 - ^ yv) * /v] tf 9 & y - 2 - # 

# * 1+ 5: K 

%m^m\% (C s 2 H a s N 7 0, HT) 

ff^jE (%) C:67.90 H : 6.01 N:17.29 

m%\lL (%) C:68.19 H: 5.90 N:17.40 
jE^t^MS m/z: 5 6 4 [M+H]* 

^ifj9isi tmm^^x^y 3-3 5 <d & # &■ # 

3 3 

1, 5-^^/V-2-7^>-3 - C {4 - [5 - (1 H-f b 

^ s/ _ ;V _ 5 _ ^ ; v ) t° y y - 2 - ;v ] t° ^ 7 P v - 1 - << ^ ) 

% ;V =. ;V ] -lH-^K- A 
7G*#*T«ft . (C 27 H 26 N 8 0-0.4H 2 Ot U) 

f+IMft (%) C:66.76 H : 5.56 N-.23.07 

mmiU (%) C:67.27 H: 5.59 N:22. 68 
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lE-ft^FAB-MS m/z : 4 7 8 [M] + 

1 , 5 - A- - 2- 7^ /V - 3- [ { 4 - [5 - ( 1 - * ;V 

- 1 H - T h 7 V*-A> - 5 - 4 As) t° V P V - 2 - 4 ;H fxr^y 

- l - ^ ;v } * ;v # ~ ;i/ ] -lH-'fyF'- ;v 
IE ^^-y FAB -MS m/z: 4 9 2 [M] + 

H ft #!) 3 5 

1, 5-'^f^-2-7a5^-8 - [ (4 - [5 - ( 2 - -f V 7 
f;V-2H-fF7^/V-5-^/H tf !J t? V - 2 - A )V ] tf ^ 7 
i? V - 1 - 4 } # /V /Js c= ;V ] -lH-r/F- A- 
lE'f t^F AB - MS m/z: 5 3 5 [M+H]* 

Ilfj9 iIH^fcb-C^T©*tef!l3 6-3 7 ©ft # *J & £ fife L 0 

mmms q 

1 , 5-v 5 7<f'/^-2-7^^7V-3 - [ (4 - [5 - ( 2 - is ? V 
-s^v'yMf ^ - 2H-7 F?/-;v - 5 - >f /V ) tfJJi?V-2-^ 
;v] if ^ ^y- i ?v) #/M*~/v] -lH-'fyF-zHii 

E/fti'FAB-MS m/z: 5 7 5 [M+H] + 
3 7 

1, 5-^/f/V-2-7^/V-3- [ {4 - [5 - ( 2 - ^ ^ 
/V7 5 / /V - 2 H-7 1^7 /'-/V - 5 - ^ *) k° V i?y- 2 - J 

jv~\ t° ^ 9 v 5 y - l - 4 )\< } # ;v # - ^ ] - iH-^y F^/vISfi 

E^tf-V FAB-MS .m/z: 5 7 8 [M+H]* 

5 £ |H #{31 L^T^SlM 3 8-61 (Dfc&m L-1t a 

nmm 3 s 

6 - {4 - [ (1, 5 — ^ f ^ - 2 -7ir.;V - 1 H--f ^ F^/V 
- 3 - /f ;U) 77 ;v 4n — ;V ] t° «^ 9 ^ y - 1 ~ -f ^ } - N - V $ v ^ =¥ 
WV- N - * f/V- =» f- V 7 % KifeBfeift 
5B*^*fH[ (C 3 4 H 8 9 N S 0 3 .HCl-H 9 0i It) 
tHI#: (%) C:67.59 H : 7.01 N : 1 1. 59 
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(%) C:67.34 H: 6.98 N: 11. 22 
E/ftVFAB-MS m/z: 5 5 0 [M+H] + 

3 9 

6 _ { 4 _ [ ( i , 5-'^f^-2-7x=;V-lH-^F-/V 
5 _ 3 _ ^ ; v ) # ;v # ^ ;V ] t° ^ 9 5? f - 1 - 4 & } ~ N - ( 2 — t K 
pif^xf ^) ^75 Kilt 

jE'ftf-y FAB-MS m/z: 5 1 2 [M+H]* 

%%m 4 o 

10 _ 3 -4 ,v) rfrA-^/V] V- 1 --f ;W - N, N - tr * ( 2 

JE4*y FAB-MS m/z: 5 4 2 [M+H] + 

4 1 

[l - { [6 - {4 - [ (i, -5-v ? ^9'-;w-2-^^^;v-ih- 
15 ^yp-;v-3-^.) #/i>tf~/v] t°^^^y-i-^;v} t° y 

ft 

jE/ftVFAB-MS m/z : 5 5 2 [M+H] + 

M 4 2 

20 !_ { [ 6 _ { 4 - [ (1, 5 - V* ^>V- 2 -7 a 1 H - ^ 

y K — ;V — 3 — ^ ;V ) # ;W # ^ ;V] fc° ^ 9 t> f - 1 - 4 ) tr P ^ V 
_ 3 ^ ; v ] # ;v # ^ ;v } tf ^ y ^ >" - 3 - $r — ^ Mt £ 
E^^FAB-MS m/z: 5 3 8 [M+H] + 
^i^J4 3 

25 1- { [6 - {4 - [ (1, 5-^f^-2-7^/V-lH-^ 

_ 3 _ ^ ;p ] # ; v n ;V ) tf ^< y ^ - 4 - tf* — /V it fife % , 
t'/F AB — MS m/z: 5 3 8 [M+H] + 

mnw 4 4 
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6 - { 4 - [ ( 1 , 5-^fA'-2-7K=^-lH-^F^A' 

- 3 - -f ;\> ) # # ~ ;v ] if ^ 9 i> y - 1 - } — N — [ ( 2 s ) 

jE'f t^FAB-MS m/z: 5 3 7 [M+H] + 

6 - { 4 - [ ( l , 5-'^f/v-2-7s^;v-iH--f yf'-;v 

- 3 - -f ;V ) % ;V aff ~ /V ] fc° ^ 7 ^ ^ - 1 - -f ^ } - N - ( 3 - t . K 

\f As) -nf KW1 
E^t^FAB-MS m/z: 5 12 [M+H] * 
HlfH 6 

6 - { 4 - [ ( 1 , 5-^f/V-2-7x^/V-lH-^F-^ 

- 3 - -f ;V ) # iV ts ~ A> ] t? ^ 9 v 1 y - 1 - << A> ) - N - [ 2 — t K 
pt * i^- l - ( t F p ^ p5 ^v) a^v] -nfyT; Kftlfefi 
]E 'f ^ FAB - MS m/z : 5 2 8 [M+H] + 

4 7 

{ ( 2 S ) -1- [ (6 - {4 - [ (1, 5-*J*<?A'-2-'7*~ 
}V - 1 H - -Y v K — )V - 3 - 4 J> ) # /V 7js ~ }\> ] tf ^ 7 5? y - 1 - 
A- } tf V v> f - 3 - >T ;V) * /v 3j? ^ t°P y - 2 - Y ;k} p< ^ 
;l/7 5ylit 

E^yFAB-MS m/z: 5 3 7 [M+H] * 

mmm a s 

5 - {4 - [ (1, 5 - f /V - 2 - 7 x - 1 H - ^ y F-'/l' 

- 3 - ) # 7V # =wv ] t Q ^ ? ^ - l - -f a- } - N - [ ( 5 - 7< f- 
;yt^^y-"2-^;y) ^f- /v ] 7 ^ y ~ 2 - # A ^ f- ^ Flit 

I^+yE S I - MS m/z : 5 6 1 [M] + 
4 9 

5 - {4 - [(5-)<f;y-6-7x~;P-5H-t°Pa [2, 3 - b ] 
fcf 9 P > ~ 7 - 4 A* ) * ;V # - ^ ] tf^9^-i--r/W - N [ 2 - 
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IE 4 * V E S I - M S m/z : 5 6 8 [M] + 

£ ffi 0II 5 0 

6 - {4 - [ (1, 5-'^f^-2-7^;V-lH-^F-/V 

_ 3 _ A ;V ) % ;v # - ;v] tf^?^y-i-'f;W - n - C 2 - ( ^ 

jE-Y tVFAB-MS m/z: 5 2 5 [M+H] + 
1 

6 _ (4_ [ ( i , 5 - ^^ f /V - 2 - - 1 H--f V F"^ 

_ 3 _ ^ ; v ) # ; v Jj? ~ )V ] t' ^ 7 ^ y - 1 - ^ ^ I - N - C 3 - ( *S 

TcH^tfftf (C 8 2 H 3 8 N 6 0 a .2HCl-2.5H 2 0fc U) 
fhlMi (%) C:58.53 H: .6.91 N : 12. 80 
(%) C: 58. 56 H: 7.06 N:12.49 
E/ftyFAB-MS m/z: 5 3 9 [M+H] + 
Uli 5 2 

4 _ { [Q_ {4 - [ (1, 5-^f/V-2-7s-;HlH-'f 

_ 3 _ ^ ; v ] * ;v jj? n /i/ } ^ a- * yyill 

TClPf^lFfiL ( C g j H 3 8 N 6 0 3 • HCl • 2H 2 0 i: IT) 

f+JMt (%) C:62.46 H: 6.43 Ntll.75 

MUM. (%) C:62.98 H: 6.37 N : 1 1 . 26 
E^yFAB-MS m/z: 5 2 4 [M+H] * 
5 3 

6 _ (4_ [ ( i t 5-^f;v-2-7s=>-iH-^y^/v 

-3-^/1*0 t°^~?^y- 1 -'f/W -N- [2- (.1 

-^fyvt°a_y^y-2--f;V) ^ 9- >\> ] =a^V75 KSft* 
jE-f ^ y FA B -M S m/z: 5 6 5 [M+H]* 
£ % 5 4 
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6 - {4 - [ (1, 5 - V * V ?V ~ 2 - 7 * = )V - 1 H - 4 y K *- A/ 
_ 3 _ ^ ;v ) # /v # - ;v] \?s< 7 V > - 1 - 4 } - N - (2-7!) 

E^VFAB-MS m/z: 5 3 3 [II]' 
JIM 5 5 

6 _ {4 _ [" ( i , 5-^^/V-2-7^/V-lH-^F-^ 

_ 3 _ ^ ; v ) a A/ ^ - ;v ] tr ^ 9 ^ X - i - -f } - N - ( 2 - ^ h 
* V ^ ;v ) ~ a 5"- y 7 K it m 
Ttm&tirtii (C 30 H 83 N E 0 3 'HCl-1.5H 2 0i: LT) 

ft # til (%) C : 62. 65 H: 6.48 N: 12. 18 

MM®. (%) C :62. 37 H: 6.37 N: 11.98 
E^VFA'B-MS m/z: 5 1 2 [M+H] + 
ggffiffll 5 6 

6 _ { 4 _ [ (i, 5->^f;v-2-7j=;v-iH-'fyF'-^ 
_ 3 _ ^ , v ) # ;v # ;v] tf ^ y *? y - l - ;v } - n - 7 ;v ~ a 
^^7^ Fill 

7n^^#m (C 3 1 H, 5 N B 0 2 .HCl-l.5H.0t U) 

tUMfi (%) C:64.96 H: 6.86 N: 12. 22 

Jg?IHfi'(%) C : 65. 18 H: 6.70 N:12.26 
H^tyFAB-MS m/z: 5 10[M+H] + 

mMms 7 

6 _ [ ■ ( 1 , 5-'^f/V-2-7x^;V-lH-^F"/V 

- 3 - ^ )X> ) * ;v jj? ~ ;v ] tf ^ 7 v - i - ^ ^ 1 - N - ( 2 - 7 ^ 

tB^^W -fit (C, 5 H 3 5 N e 0 3 -HC1-1. 5H 2 0t IT) 

fUMi (%) C-.65.98 H : 6.17 N:10.99 

£$0fl[ (%) C: 65. 91 H : 6.07 N:10.88 
E/f*yFAB-MS m/z : 5 7 4 [M+H] + 
%%W 5 8 
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6 - { 4 - [ ( 1 , 5 - i? * f- - 2 - 7 * ~ JV - 1 H - y K - ;v 
• - 3 - W ^ ) # ^ ^ /V ] tf ^ 9 ^ V - 1 - <i & } - N - ( h 9 y * 
- 4 - t K p «¥ %s %/ # n ^ %/ )V ) sa f XT 5 K itt Bft fi 
5fiS^*fI (C 8 3 H 3 7 N 5 0 3 - HC1-2. 5H a 0t IT) 

ftlMf (%) C:62.60 H : 6.84 N : 11. 06 

H?flHiI (%) C: 62. 81 H: 6.56 N:10.75 
lE^f^yFAB-MS m/z: 5 5 1 [M] + 
*JS0H 5 9 

6 _ {4 _ [ d, 5-^^;v-2-7^;v-iH-^F-^ 

_ 3 _ ^ ;V ) % ,v # - ; v ] - N - ( 2 - * b 

7Glif#«Tfii ( C 3 i H 3 B N 5 0 3 • H C 1 • H 2 0 i: IT) 
■ ffiMjt (%) C:64. 18 H: 6.60 N : 12. 07 
UPHit (%) C:64.20 H : 6.41 N : 11. 99 
I^yFAB-MS m/z: 5 2 6 [W]' 

mmm q o 

- 3 - A jv ) D ;V * n ;w ] tr ^ 9 f - 1 - "T \ - N - ( 2 — t K 

jE'ftVFAB-MS m/z: 5 8 8 [M+H] + 
1*^6 1 

6 _ ( 4 _ [ ( x f 5-^f/V-2-7x=^-lH-^/F-/l' 
_ 3 _ ^ ;V ) # ^ # n /I/ ] tf ^ 7 y ~ 1 - 4 As } - N , N - \* X (2 

TcSf^flffll (C 3 3 H 3 9 N 5 0 4 •HCl-0.BH 8 0i IT) 

ff^Ljjfi (%) C:64.43 H: 6.72 N: 11. 38 

%Wi\% (%) C:64.06 H: 6.61 N: 11. 3.0 
jE^tVFAB-MS m/z: 5 6 9 [I]' 

MMmi 0 1 n m \c l x & r <d mmw e 2-9 ocft^i^^^i 
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1t 0 

m m m & 2 

6 - { 4 - [ (1, 5-^f/v-2-7^;v-iH-^yF-^ 

- 3 - 4 ;V ) # JV # ~ )V ] tf 9 P y - 1 ~ "f As ) -N-^^P^df- 
V /V ^ a 9"- y 7 % K 

7n##flfk (C, 8 H, 7 N B 0 2 -O.eHaOi LT) 

ff-Ht-K (%) C : 72. 53 H: 7.05 N: 12. 81 

HffllHH (%) C:72. 39 H: 6. 91 N: 12. 71 
IE -Y t^F AB-MS m/z: 5 3 6 [I+H] 1 
IM6 3 

5 - {4 - [ (1, 5-i?^>-2-7^;V-lH-fyF-/V 

- 3 - 4 ?V ) % ;V jj? - ;V ] tf ^ 7 V - 1 - -Y /V } — N , N - P * 
;u - tf 7 P y - 2 - # ;v * f- 5 K 

Ttmfttitm (C 28 H S o N 6 0 2 b L-C) 

fflMfi (%) C:69.68 H: 6.27 N: 17. 41 

H$J>fit (%) C: 69. 41 H: 6.34 N : 17. 15 • 
iE'f tVFAB-MS m/z: 4 8 3 [M+H] + 

11 m m 6 4 

5 - {4 - [ (1, 5-^^^-2-7!=^-^-^!?-^ 

- 3 - >f A< ) * /V # ~ /V] tf ^ 9 ^ y - 1 - <Y ?V } - N - ( 2 - fc K 
d i/ n: 9"- /I/ ) i? 7 p 1/ - 2 - % /V 7j> ^ f - 5 K 

TC^^tFf^ (C 28 H 3 . 0 N 6 0 a .0.7H„0t It) 

f f ^ -fit (%) C:65.79 H: 6.19 N : 16.44 

H$Hi (%) C:65.89 H: 6.30 N : 16. 01 
E^tyFAB-MS m/z: 4 9 9 [W]' 

m m m 6 5 

5 - {4 - [ (1, 5-^^^^-2-7^rz;V-lH-^^K-/V 

- 3 - 4 ;V ) # )V # ~ jV ] t^^^y-l-'f/V] - N - (2-t<> 
df- rn ^ /j, ) tf 9 V ~ 2 - # 7V tf? * f" 5 K 
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5c*#tff« (C 89 H 82 N B 0 8 -0.6H a 0fc IT) 
trntflC (%) C:66.55 H: 6.39 N;16.06 
^HU'fit (%) C:66.94 H: 6.4-3 N:15.56 
E^tyFAB-MS m/z: 5 1 3 [W] ( 
.5 ^m^J 6 6 

5 _ { 4 _ [ ( i , 5-^^f;v-2-7i = ;v-iH-^F-/v 
- 3 - -f ;v ) # ;i/ # = ;v ] tf^^-^y-l->r^} - N - ( t h 5 t ■ 

'5n*^*f« (C, X H 8 4 N 6 0 3 - 0.5H a 0i IT) 
10 ffliMii (%) C:67.99 H: 6.44 N: 15. 35 
mWlit (%) C:68. 22 H: 6.56 N: 14. 87 
IE -Y t y F A B - M S m/z : 5 3 9 [M+H] + 
£ H 09 6 7 

5 - {4 - [ (1, 5-'^f;V-2-7i-^-lH-^F-^ 

15 - 3 - -f ;v) # ;v # ^ ] tf ^ y V v - 1 - "f ^ } — N — ( 2 - t K 
n * %/ - 1 , 1 - S> ^ f - /Vex ^/V) if 9 V V - 2 - U ;V ^ f- 5 K 
JE-f tVFAB-MS m/z: 5 2 7 [M+H] + 

U ttt M 6 8 

2 - [1- { [5 - {4 - [ (1, 5 - ^ * 9"" /V - 2 - 7 a ~ )V - 1 
20 H - 4 > K — )V - 3 - •< )V ) # /> ~ As ] if ^ 9 ^ - 1 - •< ) t° 
9 ^ y -. 2 - 4 A> ] * ^ * - ^ } t° ^ y ^ ^ - 2 - ^ /V- ] a * / — ;v 
E-ftVFAB-MS m/z: 5 6 7 [M+H] + 
^ it $1 6 9 

5 - {4 - [ ( 1 , 5-i?^f;V-2-7*-^-lH-OF"^ 
25 -3-^f/V) 3(7/1/*?^^] 7 ~ 1 - -f ^ } -N- (2, 2, 

2 - h y 7 ^ ^ P * /V ) 9 V - 2 - * ;v tf? ^ 5 K 
7C*^4lf« (C 8 8 H 2 7 F 3 N 6 0 2 i IT) 

f+^jjt (%) C:62.68 H : 5.07 N:15.66 

%>M\$. (%) C:62.59 H : 5.16 N : 15. 33 
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IE 4 HrV F AB -M S m/z: 5 3 7 [M+H]* 

mmm 7 o 

5 - {4 - [ (l, 5-i ? ^/v-2-7^;v-iH-'fyF-;v 

- 3 - 4 jv ) $3 ;v $ £=. /V ] t? -N - [3 - (1 
5 H _ ^ 5 y /V _ i _ ; v ) 7p tf;>] - n f y 7 5; F 

lE^tVES I -MS m/z : 562 [M+H] * 
^ Jfe $J 7 1 

5 _ { 4 _ [ ( i f B- 4 ^f^-2-7s=/l'-lH-'fyF fc -^ 

- 3 — f /i^) tr^y 1 - /H - N- ( 3 - tf V 
10 v?/v^fyv) t° 9 ^ - 2 - * ;v ^ f- 5 K 

I^tVES I -MS m/z: 5 4 6[M+H] + 

* jffi fll 7 2 

5 - {4 - [ (1, 5-v ? ^^/V-2-7^^/V-lH--<^F^/V 
_ 3 _ ^ 7 V ) # ;W 7$ n ;V ] - N - [ 2 - (3 

! 6 - h° i) ^ /!/ ) ^ ;V ] tf?<;^-2-*^«*t? I* 
TC^^^i: (C 8 3 H 3 3 N 7 0 2 «0.5H 2 Oi: It) 

ftJUfi (%) C:69.70 H: 6.03 N : 17. 24 

USHrt (%) C:69.89 H: 6.00 N: 17. 21 
iE^yES I -MS m/z : 5 6 0 [M+H] + 

20 ' mmm 7 3 

5 - {4 - [ (1, 5-*?*?-;V-2-7x.~fr-lH-4>'h* — ;l' 

- 3 - "f ;V ) jJJVi$~A'l t°^7^y- l'-^/Vl - N - [ 2 - (1 
H — t" p — /I/ — 1 — 4 /^) a- f ft> ] If 9^y - 2 - ^;v^^t 5 F 
7G*#tff£ (C 8 8 H, a N 7 0 a .0.25H 8 0i U) 

25 f-MMli (%) C:69.61 li : 6.12 N: 17. 76 
mmiM (%) C:69.50 H: 6.14 N:17.58 
E^ftVES I -MS m/z: 548 [M+H] * 

mm mi 4 

5 _ ( 4 _ [ (i 5 5 - f ;v - 2 - 7 ^ ^/V - 1 H - ^ y F-;V 
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~ 3 - 4 ;v ) % ;v ~ >v ] tf ^ 9 t> y - l - jv } - N - [ 3 - ( i 

H _ b ° p _ ; V - 1 - 4 )V) f p tf ;v] tf 9 ^ ^ - 2 - U >l> # ^ f- 5 K 
5n#^*f«[ (C 8 .H BB N 7 O a -0.2H a Oi LT) 

tUf-fit (%) C : 70. 12 H: 6.31 N: 17. 34 

£ Si fit (%) C:70.10 H: 6.34 N: 17.23 
lE^t^ES I -MS m/z: 5 6 2 [M+H] + 
£Ufi08 7 5 

5 - { 4 - [ ( 1 , 5 - P ^ f 7V - 2 - 7 sc s=. ;v - 1 H - A y K - /V 

- 3 - -f ;V ) % JV # ~ ;v ] tf ^ 9 ^ y - 1 - /V } — N — ( 2 - tf J) 
)V * ?> )V ) \? 7 i? y — 2 — ;V /Jn 5 K 

TCfU^tt (C 3 a H a X N 7 0 2 h U) 

f+IMii (%) C:70,44 H : 5.73 N-.17.97 

M'MiU (%) C:70.18 H: 5.89 N:17.65 
jE^VFAB-MS m/z: 5 4 6 [M+H] + 

m m w 7 6 

5 - {. 4 - [ ( 1 , 5 - V s * f - ;v - 2 - 7 ^ ~ /v - 1 H - 4 y F - tv 

- 3 - << )V ) * ;v tf? ~ /v ] tf^9^y-l-^/W — N — [ 2 - (2 

- tf U ) a ^/v ] t n 9^y- ^ 3r ^ 5 K 
Tcm^Wft (C 3 3H3 3 N 7 0 2 -0.3H 2 0t Lt) 

If- * fit (%) C:70.14 H: 5.99 N:17.35 

^llljji (%) C:70.25 H: 5.98 N:17.28 
E^VFAB-MS m/z: 5 6 0 [M+H] + 
%%W 7 7 

5 - {4 - [ (1, 5-i?^f;V-2-7x^^-lH-^/F-/V 

- 3 - 4 )V ) % As sff ~ A> ] t° 9 ^ y - 1 ~ "f } — N — ( 2 - 7 * 
=. jv 3i ^ /!✓ ) tf 9 V - 2 - * ;v # i?* 5 K 

Tcm^Wifi (C 3 4 H 3 4 N a 0 2 -0. 3H„0i U ) 
ft $ jjt (%) C:72.40 H: 6.18 N:14.90 
^flHil (%) C:72.69 H:.6. 14 N:14.87 
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I^ftyFAB-MS ra/z: 5 5 9 [M+H]* 

5 - { 4 - [ ( 1 , 5 - v 5 * ?~ ;v - 2 - 7 * ~ ;v - l H - 4 V F ^ ^ 
_. 3 _^ /V ) $ ; v^-;V] tf"<? ^y- 1 -N- [2- (4 

- * h * ^ 7 a - ;v ) a f- ;v ] tf9^y--2-#^4?^f"5 F 
Ttmftmm ( C a b H 3 a N 6 0 3 • 0 . 3H 2 0 i It) 

ft IMS (%) C:70.76 H: 6.21 N : 14. 15 

MMit (%) C:70.94 H: 6.17 N:14.06 
E/ftyPAB-MS m/z: 5 8 9 [M+H] + 
H Jfe fll 7 9 

5 - { 4 - [ ( 1 , 5 - ^f/V-2-7s-/V - 1 H — y K ;V 

- 3 - W ;v ) fc° ^ y i> v - 1 - -f ^ ) - N - C 3 - (3 

- tr y ^ ;k ) /pl^v] 9 ^ y - 2 - * ;v # # f- 5 F 

(C 3 4 H a 5 N 7 0 2 i IT) 
If #{lt (%) C:71. 18 H: 6. 15 N:17. 09 
^IHS (%) C:71. 14 H: 6.17 N: 17. 12 
III 8 0 

5 _ { 4 _ [ ( i t 5-^^f^-2-7x^;V-lH-^F-;V 
_ 3 _ JV ) % jvifs ~ fr] \?«<7 - I - ^ ^) - N - [ 2 - ( 4 - 

* <? a> - i , 3-^x^-^-5-^^) if^]tr?^y- 2-*^ 

* * f" 5 K 

7n##*ffli (C 3 ,H B 3 N 7 0 2 S-0.25H 2 Ofc U) 
fllMlS (%) C:65.79 H: 5.78 N: 16. 78 
(%) C-.65.77 H : 5.70 N:16.66 

m m w 8 1 

5 _ {4_ [ ( ! f 5-^^^-2-7*=^-^-^^^ 
_ 3 _ j }V ) # ^ # - ;V ] hf ^ 9 & > - 1 - 4 * } - N - [ ( 5 - * ^ 
;V tf 7 V - 2 - <f /V) ^ f ;W] t° 9 v 5 V - 2 - ^ ^ t 5 F 
TC^^Wi: (C, 2 H 3 2 N 8 0 2 -0.25H a Ot It) 
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ffH#; (%) C:68.01 H: 5.80 N:19.83 
HIIHil (%) C:67.98 H: 5.90 N : 19. 53 

m m m s 2 

5 - {4 - [ (1, 5-^^f/V-2-7i^^-lH-^F^^ 

- 3 - 4 ;v ) ^^7]^;v] if ^ 9 v> V - l - y ^ } — N — [ 2 — ( 1 - 

l H - tf n — ;v - 2 - -f ;v ) if;v]t'r^ - 2 - # ;V # ^ 

^ s? F 

I-ftyES I-MS m/z: 5 6 2 [M+H] H 
8 3 

5 - {4 - [ (1, 5-'^f;V-2-7x=^-lH-^F-^ 

- 3 - y ;v ) ' * JP ti* ~> ] t° ^ y ^ y - 1 - -f ^ } - N - [ 2 - (4 

- t: Kb^^7*=;v) ^ ^ A- ] t° 9 v> y - 2 - # aj? * f- k 

(c 34 h S4 n 6 o 3 hx) 

f+IMlt (%•) C:71.06 H: 5.96 N:14.62 
%m\t (%) 'C:70.95 H: 6.03 N: 14. 73 
IE 4 tVFAB-MS m/z: 5 7 5 [M+H] + 

H II #11 8 4 

5 - { 4 - [ ( 1 , ■ 5 - ^ ;v - 2 - 7 x = ;v - l H - y F - ;v 

- 3 - y /v ) # ;v ^ - )V ] fc° ^ 7 V V - 1 - y ft> } - N - ( t? 9 y 

- 2 - y ^ ^ f- ) \? ^ i? y - 2 - % ;v d? 5: K 

7C#^*f^ (C 3 1 H 8 0 N 8 0 a U-C) 

H-^ji (%) C: 68. 11 H : 5.53 N:20.50 
(%) C:68.52 H: 5.76 N:20.1O 
I^tyFAB-MS m/z: 5 4 7 [M+H] + 

5 - {4 - [ (1, 5-^^;V-2-7x^;l/-lH-^F-^ 

- 3 - 4 ) # ;V /V] 9 i? V - 1 - << ) - N - ( tf y 5; ^ 
y _ 2 - y 7V ^ ^ ;v ) tf 9 v 5 y - 2 - * ;v # s: K 

TGPif £Mft#L (C 31 H 30 N 8 0 3 -0.2H B 0£ U-C) 
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ftlMfi (%) C:67.67 H : 5.57 N-.20.36 
HiHK (%) C:67.84 H: 5.59 N:19.99 
IE^^"y FAB-MS m/z: 5 4 7 [M+H] + 

5 5 _ {4_ [ (1 - ^f^-2-7x^;l'- lH-IfPP [2, 3 - 

b ] tr y ^ y - 3 - 4 ;v ) # /wK ~ ] \? ^ 9 P y - l - 4 ^ } - N 

- [ 3 - (lH-'fU/^-l-^) 7° n fcf ;v ] t° 9 X - 2 

- # /I- # * f- $ F 

7C*^«fHi (C BO H 81 N e 0 a -0.5H 9 0fc It) 
10 stUMC (%) C:64.50 H: 5.77 N:22.57 
mmiU (%) C:64.60 H: 5.63 N:22.49 

mmm s i 

5 - {4 - [ (l-^f^-2-7x=.;V- lH-fna [2, 3 - 

b ] tr y > - 3 - -f /v ) # /v # ~ ;v 3 tr^^y-i-^^} - n 

15 - [2 - 3-^7^-^-5-^^) t° 

7G iif # #T it ( C 3 o H 3 o N 8 0 2 S • 0. 3H 2 0 t Lt) 
f+JMit (%) C:62.98 H: 5.39 N:19.59 
HIHit (%) C:63.26 H: 5.38 N:19.36 
20 8 8 

5 - {4 - [ (1, 5-i?^f;V-2-7xr:;V - lH--fVK-;V 
-3--f;V) If ^ ? ^ X - 1 - -f /V } -N- [2- (2 

- T 5 J - 1 , 3-fr^/V-4-^H at f=- 7 ^ X - 2 - 
% JV 7$ * f- 5. F 

25 I-{*yES I-MS m/z:581 [M+H] + 

mmm s 9 

5 _ { 4 _ [ ( 1 f 5 - *? ^ ? V - 2 - 7 71/ - 1 h - 4 x K — ;v 

_ 3 f /I^) # ;V =■ JV ] fc° ^ 7 *J y - 1 - 4 fV } - N - [ 2 - ( 3 , 

5 — 9 J } f- y f- — ;v - 4 - -Y ;V ) 3: ^ ? v ] tT9^X-2-* 
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E^tyES I -MS m/z: 5 7 8 [M+H] + ' 

m m m 9 0 

5 - { 4 - [ ( 1 , 5 — V } f- — 2 - 7 x - ;v - 1 h — 4 y K ;v 

- 3 - -f ;v ) # tf< = ;v ] \?s<7 *Jy - l - <i fr] - N - [ ( 5 - ^ 
b ^.^.^^^^/v^ fvv) 1, 3 - ^ 7 j/ — ;v - 2 - 4 ;>] tf y P y 

- 2 - ^ f- * K 

E^VES I -MS m/z: 6 3 4 [M+H] + 

n $ $i 2 £ n it l t & r © mmm 9 1 ~ 1 0 0 <Dik&m%&mv 

9 l 

(2E) -N- (2-7;v*P^y^;V) - 3- ( 1 - * 9vv - 2 - 

TClff^lTfii ( C 2 5 H 2 ! FN 2 0 i: It) 

fc'$.\% (%) C:78.10 H: 5.51 N: 7.29 
% SHit ( % ) C : 77. 9 1 H : 5.57 N : 7.24 

m ft $1 9 2 

(2E) -N- (3-7;Vtn^y^/H - 3- (l-^^/W-2- 

jn^^ffiit (C 25 H 21 FN 2 0tlt) 

ft IMC (%) C:78.10 H: 5.51 N: 7.29 
HtlHfi (%) C:78.14 H: 5.60 N: 7.16 

P< M ^\ 9 3 

(2E) — N — ( 4 - ~7 /V ir P y *S ) - 3- (1-^^-/^-2- 

7^;k-lH-OF-;v-3-f;V) 7^ P;V7^ K 
TG^^Jt (C 2 5 H 2 A FN a O£ IT) 

ft^jit (%) C:78.10 H: 5.51 N: 7.29 

mWHU (%) C:78.11 H: 5.68 N; 7.29 

mmm 9 4 
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(2E) — N — ( 2 - * t?V^V^)V) - 3- {i-*i-;v-2-7 
a ~ )V - 1 H - A V F - As ~ 3 - A )V ) T $ V JV T 5 K 

itMftmm (c 2 6 h 2 4 n 2 o^ it) 

ff^jt (%) C:82.07 H : 6.36 N: 7.36 
£99 US (%) C : 82. 11 H: 6.44 N: 7.35 

m m m 9 5 

(2E) -N- ( 3 - t - 3- (1 - * <?fr- 2 - 7 

ssA'-iH-^F-^-s-'fA') r ? y ^ T 5 K 
7tmft$tm (c 2 6 h 2 4 N 2 ot u) 

ft IMS (%) C:82.07 H: 6.36 N : 7.36 
UPHit (%) C:82.19 H: 6.43 N : 7.35 

m m m 9 6 

(2E) — N — - 3- (l-^f-/l/-2-7 

a ^ ;V - 1 H - A V K - /V - 3 - A ;V ) 7^ U/vr? K 
5B##tff€ (C 2 6 H 2 4 N 2 0£ LT) 

tl'^jt (%) C:82.07 H: 6.36 N: 7.36 
^Jflt (%) C:81.66 H: 6.40 N: 7.33 

( 2 E ) - N - [ ( 1 R , 2 S ) - 2- t 3 - i? t K 

P-lH-Ofy-l-^H - 3- As -2-7 

- 5 , e-^fvy^t^z-iH-^M-a-^) r # y 

/V T $ K 

E^yFAB-MS m/z: 4 5 2 [M] + . 
9 8 

1- [ (2E) - 3- (l-^-/V-2-7i^;V-lH-t°nB[2, 
3-b]fy^V-3--r;V) 7° P - 2 - ^ / A /V ] - 4- (4-7< 

TC^^^ffit . (C 2 8 H 2 8 N 4 0 2 -0. 5H 2 .0t Lt) 
f+IMit (%) C:72.86 H: 6.33 N:12.14 
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(%) C:72.47 H: 6.07 N-.12.3S 
I^tyES i - MS m/z : 453 [M+H] * 

(2E) — N — [ ( 1 R , 2 S ) -2-*}>**S-2, 3 - t F * 
- 1 H - ^ ^ - 1 - -f /V ] - 3 - ( 1 - 9"- ;V - 2 - 7 * ~ /V - 

7 5 F 

%m^m\% (C 2B H 26 N 2 0 4 -0.5H 2 Oi: It) 

tUfrflS (%) C:73.25 H: 5.72 N:5.89 

'MmU (%) C:73.20 H: 5.84 N:5.59 
I'ft/'ES I -MS m/z: 467 [M+H] + 

mmm 1 o o 

(2E) — N — (4- / f^V7x=/V) - 3- 

7,c^;V-lH-t: 0 Pn[2, 3 - b ] t° y - 3 - -f ;V) T ^ y ^ 
T 5 F 

5c5R^tfffll (C 2 4 H 2 .N.O, t IT) 

fi-^H (%) C:75.18 H: 5.52 N:10.96 

HiHf (%) C:74.69 H: 5.66 N:10.84 
IE 4 if V E S I - M S m/z : 3 8 4 [M+H] H ' 

H ite^J 3 k MMfclsX omifom i o i~i o 9© 

fTM 1 0 1 

(2E) -N- { [4- ( 4 - 7 p y *Ja>) t ;v 7]s y y - 2 - 
;v - ] - 3- (l-^^/v-2-7^^;v-5-^ h ^ V 

- i h - 4 y f - a* - 3 - a a> ) r ^ y ^ r 5 Ffiis 

5G*£*r*lC (C. aH 3 2 FN 8 0 3 -HCl'l. 5H 2 0t LT) 
ft Hit (%) C:64.52 H: 6.29 N: 7.28 
HiSHit (%) C:64.70 H: 6.41 N: 7.31 

%n&m i o 2 
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(2E) -N- { [4 - (4 - 7 ;vir n^-y v> JV) * ;v * y X - 2 - 

^ ;v _] -3 - (1, 5 -V* 2 l.H— 

7C^5>^« (C a xH 8 2 FN 3 0 2 •HCl-2.5H B 0i: U) 
fh^jfi: (%) C-64.30 H: 6.61 N: 7.26 
(%) C:64.36 H ; 6.21 N : 7.34 

mm mi o 3 

( 2 E ) - N - { C 4 - (4 - v^/^) ^E- /WK y - 2 - 

- 3- (i-^^;v-2--7*^;v-5-^;^^p 
-IH-r/ F-/v- 3 ;v) 7H/VT^; KIUS 
TC^^tfli (C a 0 H 3 9 F 2 N 3 0 2 •HCl-0.75H 2 0i IT) 
(%) C:65. 33 H: 5.75 .N : 7.62 
USHlt (%) C : 65. 05 H: 5.48 N: 8.16 
H * m 1 0 4 

2 - [ (2E) - 3- ( 1 - * f>V- 2-7x^/V-lH-t'nD[2, 

3 _ b ] ^ y y _ 3 - 4 jv ) 7° n /< - 2 - x 7 -f /V ] - 1 , 2 , 3 , 

7G*£#f iC (C a fl H 2 8 N 3 0-HC1 h LT) 

H-Jf-jS (%) C : 72. 63 H: 5.63 N:9.77 

MMiU (%) C : 72. 13 H: 5.71 N:9.19 
I^t^ES I - MS m/z : 394 [M+H] * 

MMW i o 5 

1- [ (2E) - 3- (l-^f;V-2-7x^;V-lH-^Pa[2, 
3_b]t°y^>--3-^;V) 7"P^"2-x;/f/V] - 4- (4-t 0 

9^y-2--f;v) t?^ 9 ^HSIS 
TcHt&flrit ( C 2 s H 2 4 N 6 0 • 3HC1 <k L T ) 

fUttf (%) C:56.24 H: 5.10 N:15.74 

H?$Hit (%) C:56.28 H: 5.58 N: 15- 26 
lE^yES I -MS m/z: 425 [M+H] * 
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mmn 10.6 

8 - [ (2E) - 3- (i-^f-/V--2--7cx^/V-lH-t 0 Pn[2, 

3 - b ] V ^y- 3 AO 7 0 p^-2-^y^;i-] - 2 - 7 * ^/v 

_ 1; 3 j g - HTf^^o C4. 5] 7*^y-4-^"^^Sfe^ 
7n*#*flS (C 8 0 H 29 N 6 0 a -HC1 U) 

ft £ fit (%) C:65.99 H: 5.91 N:12.83 

miMi$. (%) C ; 66. 22 H: 5.66 N: 12. 18 
E^tyE S I - MS m/z : 49 2 [M+H] 

mmm 1 o 7 

(2E) - N- ( 3 - fc FP^>-3-7^;^otVH - 3 - ( 1 
-^/V-2-7x=;l'-lH-t'PP[2, 3-b]tTU^^-3- 

TC^^^ffi (C 2 6 H 2 5 N 3 0 2 •HC1.2H 2 0t U) 
ft # jfi (%) C:64.52 H: 6.25 N:8.68 
(%) C:65.96 H: 6.66 N:8.08 
E^tVES I-MS m/z : 412 [M+H] + 

II^I 1 0 8 . 

1- [ (2E) - 3- (l-^;v-2-7x = ;v-lH-ifpp[2 ) 
3_b]bTIJ^^-3-^7V) ? v. A - 2 - J A - 4 -7 & 

— /v ift Ift itt 

5nf&##f|t (C B8 H 87 N 8 0 2 -HCl-H s Ofc U) 

§+IMit (%) C:68.35 H: 6.15 N:8.54 

H$Hfi (%) C:68.71 H : 6.20 N:8.06 
E^tyES I -MS m/z: 438 [M+H] * 

%%m i o 9 

2 - C (2E) - 3- (l-^f;V-2-7x^/V-lH-tfPO[2, 

3 - b ] tf y y - 3 - ;V ) 7° n - 2 - ^ / -f ^ ] - 6 , 7 - *S * 
Y % %/ - 1 , 2, 3, FP-f^^^tt^ 
TdSfc^flffllt (C 2 8 H 2 7 N 8 0 3 -HC1-0. 8H 2 0£ It) 
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ft IMS (%) C:66.67 H: 5.91 N:8.33 
mmi$. (%) C:66.63 H: 5.91 N:8.37 
I^tyES I-MS m/z : 4 54 [M+H] h 

mm mi 1 o 

5 (2E) -N-7<fvV-N- ( 3 - t K * * ^ - 3 - 7 * - /V 7° P tf 
;V ) _3_ [ 1 _^5--;] / _2 - (4-7)V*V'7^~A') - 1 H - A 

y y — /v - 3 - -f ] r^JA'TU' 

(2E) - 3- [l-^^/W-2 - - 1 H 

10 K3ml |Ci»L, PS'dP^f^) - # ;WK ^ <-f ^ K ( 0 . 8 ' 
8 mm o 1 / g ) 1 7 4 m g t 1 - t Fp Jf-^^y^ h !)T , / 1 -/V2 
lmg^JDi, 3 0 & W fi# L fc o Jfe T? a - [ 2 - ? 7 ) 

^ ^ ?V ] -* y ;v T ;V a - A> 1 9mgSrin^.Jl**»#Ufc e g JS 8? 
pPS-hMT^y (4, 5 0 m m o 1 / g ) 1 0 Omg^lDi, 

is, hiu s#^ff#b^ 0 E^m^mmv, mm^mmvt.. #ut 

I^tyES I -MS m/z: 443 [M+H] * 

mm mi i otn^icLT^T©^3fe^i i i~i i 9 <o it & m & 

20 1 1 1 

(2E) -N-^^/V-N- (3-t Kp^^ - 3 -7x^;V/P t° 

;v) - 3- {1 - t^As -2-7:*~A-7-^ R^-lH-^fy 

K — A- — 3 — 'f ;v ) 5 F 

E^tVES I -MS m/z: 4 55[M+H] + 
25 gjfeffli 1 1 2 

(2E) -N-^f-A-N- (3-tKP^v'~3-7a:^;V7 0 Pt o 
/V) - 3- - (3, 4-^^^^^^ : ¥^7^^A) 

-lH-^F"/V-3-f/l'] 7H^75 K 
E^tXES I -MS m/z: 4 6 9 [M+H] + 
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mmm 113 

(2E) -N-[ (1R, 2S) - Z- tFP^>"2, 3 - ^ t F 
n-lH-^TV-l-'f/H - 3- [ 1 - * f- /V - 2 - (3,4 
- ^ t v v V * *s *? ~ jv ) — l H - -f y K — /v - 3 — -f /v ] T ? 

U ^ T 5 F 

I^t^ES I - MS ra/z : 4 5 3 [M+H] + 
1 1 4 

2 - { (2E) - 3- (3, 

V ^ * r: ;V ) - 1 H - 4 V F ~ A' - 3 - A JV ] 7° ts ^° - 2 - a: J 4 ?V } 
FP^fiz-l, 2, 3, 4-fF7tF 

E^tyESI -MS m/z: 4 8 3 [M+H] + 

m m & i i i 5 

(2E) - N - ^ 5- /V - N - [2 - (3, 4 - ^ h ^ V 7 ^ =. A ) 
rc^-;V] - 3- [l-^f-^-2 - (3, ±- * f- V V *? H? * *S 7 

I^ftyES I -MS m/z: 499 [M+H] + 
* % til 1 1 6 

( 2 E ) — N — - [1 

-^3"- A- - 2- (3, ^y^t^^7x-;V) -lH-^fV 

F - ^ - 3 - 4 ;v ] TH^T? F 

E^VES I-MS m/z: 483 [M+H] + 
gjlffiftl 1 1 7 

2 - { (2E) - 3- (5, 

-lH-^y F"^-3-^H 7° ta - 2 - ^ y -f 

;V) - l- t^fr-Q, Fp^t^-1, 2, 3, 4-rh 7 
t KP^y^f/^ 

iE-f t^ES I -MS m/z: 483 [M-+H] + 

MM®\ l l 8 
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( 2 E ) - N - * ^ ;V - N - (3-t Kp^^ - 3 - 7s^;V/n 
JV) - 3 - [ 1 - ^ ^/V- 2 - ( 3 - ^ h * S/7 * - 1H - <i 

y K /v — 3 — <i A/~\ T V V n> T % K 
E'f t^E S I -MS m/z: 4 5 5 [M+H] + 
5 1 9 

(2. E) -N-^^/V-N- (3-t Fn^f^-3-y^r:;l/7 0 nt 0 
^ ) - 3 - [ 1 - * f - 7V- - 2 - (4-^h^^7rc^yV) - 1 H - 4 
V K — /V - 3 - 4 /V ] T^A'TU' 
jE^tVES I -MS m/z: 455 [M+H] * 

io n jig $j 5 1 mm^ nmm i 2 o^-fb^^-g-^Lfc,, 
1 2 0 

6 - {4 - [ (1, 5-^^;l/-2-7^;V-lH-^F-/V 
- 3 - 4 )V ) # sj? ;= /]✓ ] bf ^ 7 i? y - 1 - H >V } — N , N - ^ ^ e f- 

/^3fvr? k & b& & 

15 7G^#IHit (C 2 g H a x N s 0 2 -HC1-0. 6H a Oi U) 
ff^jg (%) C:66.09 H: 6.31 N:13.29 
USHil (%) C:66.29 H: 6.42 N:12.95 
E'ftyES I -MS m/z: 4 8 2 [M+H] + 

II«9Iil ^Itl-C^lil 2 1 ©ft^*^ Lfc 0 
20 HJIM 1 2 1 

N - ■ [ 5 - {4 - [ (1, 5-^^f^-2-7i=;i/-lH-^f V 
K - /V - 3 - 4 /V ) % ;V tf? ~ }\> ] h°^7^y - 1 fcf 9 ^ - 

7GSt##HiS (C 2 7 H a 8 N 6 0 2 i Lt) 
25 ft^H (%) C:64.80 H: 6.34 N:7.56 
Hffllflt (%) C:65.18 H: 6.24 N:7.61 
E^yPABMS m/z: 4 6 9 [M+H] + 

mmmi 1 o^itL-c^iwi 2 2 t7t 0 

1 2 2 
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(2E) -N-7*fW-N- (l-^9"-/V-t 5 ^y^>--4--^7V) 
- 3 - (i - t f /v - 2 - y * ^ /I/ - 1 H - tT n P [ 2 , 3 - b ] t° y 

y - 3 - /v) r * y >vt % k 

3E^ tVE S I — MS m/z : 3 8 9 [M+H]'" 

5 hmj 3 1 mmx. i> t i 2 3 <pfc£«j sr-a-j^ l fc 0 

H Ife 09 1 2 3 

2 - [ ( 2 E ) - 3 - (1, 5-^f/l'-2-7x^;V-lH-^ 
p[2,3-b]t°yv ; ^-3--f7V) 7 0 P/^-2-^/'f;H-6, 7 
2, 3, FMy^D^itS 
10 TC^^^ffffi (C 89 H 29 N a 0 a -HCl-0.5H 8 0£ IT) 
f+IMit (%) C:67.89 H:6.09 N:8. 19 
MMit (%) C:67.73 H:6.02 N:8. 18 
E^tVFAB-MS m/z: 468 [M+H] + 
HilM 1 2 4 

15 {6, 7-^^RV-2-[(2E) - 3- (1-^^^-2-7* 
^;^-lH-t°nn[2,'3-b]t: 0 U^y-3--f/l/)^n/^-2~rc 
/ 4 /v ] - l, 2, 3, 4-ff5t Ko^ y^.;.!) l --f ;v) 

l-#/l/#$rS<'*3 : 'A'-6, 7 - S> ^ h * ^ - 3 , 

20 iH-^y^;!)y-2-*;^y|9H-7;Pti'y-9-^M 

^- ;V en * ^ ;V 1 0 0 m g £ * ifr ?V A T % F 3 m 1 \Z. 1^1, 

Wang W ^ y (2. 5 3mm o. 1 / g ) 1 0 0 m g t v^^f V 7* n If 
>#^^5.K0. 1 5ml ii>^VV7^^y^yi 2mgHPi v 
• 5 B# |H] % # U fc a KSISlifi Ufcft, J?^f^*^AT5 F 4 m 1 T? 5 
25 m 1/ V % #• L fc o 3ft ^ X > 20%tvy^^/i?^f/Vj]wVA7 5 
F t§ « 4 m 1 Sr *P & > 2 0 # ft # b 0 K §1 tt ffi L it ^ * ^ A- * 
;I/A7 ? F4ml t?'I/^Vtr3HIft^tfc 0 S> ^ ^ A- * A T 5 F 3 
ml £ AO A. , 9 J A V p t°;> * ;V # -f 5 F 0 . 1 Sml^iO't F 
P^V^yXMJTV^^l 3 5mg t ( 2 E ) - 3-[l-^^^ 
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-2-7^ /V~lH-t°PP[2,3-b] ^^-3-^17"^ 
JJ;vm30mg£JP*.> 5 WmmW bfc c ffife^l tlSag b $ , ?W 
^;VA7? K 4 m 1 V V S> £ 3 13 b fc 0 H)7/vtP«2m 

1 £#P;L 2 ttmffift bfc 0 £)fc$fc!R3l«jfi b N M«J£$Hf bfc 0 

iE^tXES I -MS m/z: 512 [M+H] + 

^jfe^ij i i otpiiariiii 2 5~i 2 7 (D{k&m*®& b;fc 0 

£ Sfi #ij 1 2 5 

N -^^*-N-[(5 - { 4 - [ ( 1 , 5-V*<?A'-2-7*~ 
;v-lH-r/F-/v-3-^^) * ;v * ~ ;v ] if ^ 9 ^ V ™ 1 - "f 

jE^t^ES I -MS m/z : 6 ,3 1 [M+H] * 

mmm 1 2 e 

2 - (N-[(2E) - 3- (l-^^-2-7 5 s^-lH^P 

t2[2,3-b]t°y^^-3-^;v) ^P^°-2-^/^;v]r^y} 
- 1 - v $ p ^ v 9 > # a> & y Wt ^ f- & * "r ;v 

E^yES I -MS m/z; 4 18 [M+H] + 

mmm 127 

2 _ {N _[( 5 _ { 4 - C ( 1 , 5-^f^-2-7^/V-lH 
^ _ 2 - ^ ;v ) * 7V ^ ^ ;V ] T ^ J } - l - V ^ jVrti-yWk 
jE^t^ES I -MS m/z: . 6 0 9 [M+H] 1 ' 

mmm 3 x^xumm 1 2 8 ©as^* bfc. 

1 2 8 

2-[(2E) - 3- (5-^f;V-6-7^^/V-5H-t°PO[2, 
3_ b ] t °9^y-7-^AO ^ > P^-2-^y-1 > ^]-6 ) 7 - ^ * 

h ^^_ lf 2 , 3, 4 -v- v y t kp w y ^ y yt^s 

5B*£*r* CC 8 7 H 2 6 N 4 0 8 .HCl-0.25H 2 Ot It) 
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N-gfi (%) C:65.45 H:5.59 N: 11. 31 
MUU (%) C:65.48 H:5.81 N:11.34. 
E^^ES I-MS ffl/z: 4 5 4 + 

H W. n 1 1 0 i if f}C LT ^ Jfe $J 1 2 9^{b^^§r#^Lfc 0 
5 IIll 2 9 

2 - {N-[ (5 - { 4 - [ ( 1 , 5-^^f;V - 2 - - 1 H 

- -r ^ K - ^ - 3 - -y ;v ) # )V tf? c= /V ] tf ^ 9 *S v - l - 4 ;v } tf ? ^ 
v - 2 - - < ;v ) *;M^/v]7^} - l - v * p ^ y $ y % ;v # ^ & 

10 I^^ES I - MS m/z: 6 9 5 [M+H] + 

H tfe $i 3 t ID m K L T £ % M 1 3 0, 1 3 1 <£> \M & m % # fifc U fc o 
1 3 0 

2 - [ ( 2 E ) - 3- (l-^f;V-2-7iX/V-lH"t°PP[2, 
3-c]t D U^^-3-^;V) 7 D P/N°-2-^7-f/H-6 ) 7 - S> * 
15 Y*y~l, 2, 3, 4-rF7t KP^y^/PVlSl 
jum^rrm (C 28 H S7 N 3 0 3 -HCl-2H 2 0fc It) 
ft 1MB (%) C:63.93 H:6. 13 N:7.99 
H3H9ffl[ (%) C:63.82 H:6.65 N:8.04 
iE'f tVES I - MS m/z : 4 5 3 [M] + 
20 1 3 1 

2 - { (2E) - 3- [l-^f-^-2 - (3, 4-'^ ^<>7x = 
AO - lH-t 0 PP[2 ) 3-b]lf!J^y-3--f;V]7'P^-2-x 
y-Y/H - 6, 7 - ^ f * *S - 1 , 2, 3, 4-f^tFP^ 

* / y y-mmm. 

25 55*^«ftt ( C 3 0 H a x N 3 0 5 • HC1 • 2H 2 0 t IT) 
fflHiS (%) C:61.48 1-1:6.19 N:7. 17 
iil (%) C:61. 43 H:6. 12 N:7.08 
E^tyES I -MS m/z: 5 13[M] + 

*jjfe#tj 125^ifc btil^J 1 3 2 <Dik<§^%®mLtc 0 
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mnm 1 3 2 

N~^^;i^-N-[ (5 - { 4 - [ (1, 5 - v> f - ;v - 2 - 7 ^ ^ /V 

fc° 9 y - 2 - ^ ;v ) % ;vi$~;v]- ( S ) -7i^/kT7^^ 
5 jE<tyESI-MS m/z: 6 17[M+H] 4 

3 m m k u r #>j 1 3 3©i^t^^ibfc ( 
mm mi 3 3 

{6, 7->^ K^-2-[(2E) - 3- (l-^fil/-2-7a 
• - /i/ - n-i - t: 4 p o [ 2 , 3 - b ] K° ]) ^ y - 3 - -1* /V ) 7 s P ^ - 2 - x 
10 y ;v ] - l, 2, 3, 4-f^fcFpO^;!)y-l--f/v} 

7nHS##rit (C 3 ! H 3 ^NsOs -HCL-0. 75H 8 0fc Lt) 
fff-SMt (%) C:64. 69 H:5.87 N:7. 30 
USHfi (%) C:64.93 H: 6. 18 N:7.26 
15 l£-f Jr V E S I - M S m/z : 5 2 5 [M] + 

mmm i 3 3 (Dit&m %Tfr% y jp*^» 4N. ^rn/^m^^- 

^itM 13 4 

{6, 7-i>^h= 3 fV-2-[(2E) - 3- (l-/^/V-2-^^ 
20 ~ /V - 1 H - b° n p [ 2 , 3 - b ] If p V - 3 - <4 ;V ) ~? p - 2 - ^ 
/ -T ;k ] -1, 2, 3, 4-7^tFnO^;iJV-l-^;H 

■ &Bft£i*£[ 

7Gpff#$r#£ (C s 0 H a g N 3 0 5 -HCl-H 3 0t L-C) 
ff#f[ (%) C:63.66 H:5.70 N:7.42 
25 (%) C:63.98 H:5.94 N:7.14 

E^tyES I-MS m/z: 5 1 1 [M] + 

HJfefll 3 i^iiat^lil 3 5 s 1 3 6 <D Vt£ 0 

mnm 135 

2 - { (2E) - 3- [ 1 - > ^ ;k - 2 - ( 4 - fc? !J v 5 /V ) - 1 H - 
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^DP[2,3-b]tl^-3-^/V] 7° P /n 0 - 2 - ^ ./ -f /k} - 6, 

2, 3, 4 - t h y t v v 4 y * ; v y 

% St ft #f fit ( C 2 7 H 3 6 N 4 0 3 • 2HC1 • 0. 8H 2 0 t It) 
5 thIMfi (%) C:59.85 11:5.51 N: 10. 33 
HMIt (%) C:59.94 1-1:5.66 N:10.03 

mm mi 3 6 

2 - [ ( 2 E ) - 3- (l-^f;V-2-7x = ;^-lH-lfpn[3, 

io h^-^-i, 2, 3, 4-7^7tFp^y^;!)y«s 

55^^ If It (C 2 8 H 2 7 N 3 0 3 -HC1-0. 5H 2 Ob It) 

tf-JHH (%) C:67.39 H:5.86 N:8.42 

USHfi (%) C : 67. 11 H:5. 87 N:8.33 
IE 4 #y E S I - MS ra/z: 4 5 3 [M] + 
15 SJIWl 3 7 

N — [ ( 2 E ) -3 - (l-^/k-2-7i^;V-lH-t'an[2, 
3-b]tfy^y-3--f^) 7 P n/^-2-rc7-i'^]-N-[2 - (2 
- ^ - ;v ) ^ g*- ] r s; y gf it 

2 - C2-^^^/V) if^7^20mg^Tt^H;V2ml 
20 ^n^Sil t e r t - 7" ^ ;V re ^ ^ ,v 6 3mg»±tfh p 

a ^ /v r ^ v ■ 5 o m g m x. , i 4m-mmwLtc 0 r $ m \c 4 - ^ y *? 

)V ir ^ */ is X T ;V ? fc K ft V X ^ V y V i? v ( 2 . 8 1 m m o 1 / 
g) 1 0 Omg Srjp*., Ht8MI#lfc 0 K J^ffi £ ft 01 ft ii L , 
it $ * M & ft W b fc o £ ft £ , pi f - ;1/ )js ;V A 7 ^ MmltlH, 
25 l-rc^/V-3- ( 3 •' -j;^ f ;[/7 5 / 7*0 tf;]/) # ;V 7$ *? 4 * K 
SSH25mgit Kn^j//<yXMJ 7mg j8±tf (2 

E) - 3- [l-^ ; 5"-;P-2-7 ; c^/v-lH-t <> pp[2 1 3-b] 
tl^y-3-^;V]7H;H30mg^Di N 14^SI#lfc, : 
KJ«&t$JEE$tifL, ^fcM)7;^nSli2ial^t, 1 2 0# |NJ 
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g etl ife 1 8 m g & # . 

3E V E S I - M S m/z: 446 [M+H] * 

5 6, 7-^^ [>dr^-2- [(2E) - 3- (2-7i=;V-lH- 
t'PP [2, 3-b] fc°iJv 5 y-3-^;P')7 fi P/^-2-^y^^] - 

i, 2, a, Dyillfi 
mmm 3 1 mm\z.isxn- t>ti-it & , i - v * y * v - 2 - [ ( 2 e ) 

-3 - (l-[2-{MJ^f-;v^!J;v) x 2 - 7*^ 

10 /V - 1 H - tf p n [ 2 , 3 - b ] fc° 9 v 5 y - 3 - -f 7° n ^° - 2 - ^ 
7 ^ ;V ] -1, 2, 3, 4-Tf7tFoO^/!i^l5Onig0 

^-^A7/V^7-f KH. lmlSP^fe. 3 B# ffi 31 Sffi ft , 1 . 0 M 
7- ^77"f;vry*^^7/^7 K -r F7t KP7 7^ii?: 
15 1. 5ml jliL, SbKl 3. 5H#|fflSnSI&»aCU^:o RJEB^JCTk* 

xih/Wtt^^/vt?ttttiu N 7j< -e 2 m , fa3fti^*a^ct?iiii?fc*u > it m > 

a *fr * 5 2 m g # fc 0 ^©&fe|^^^^ nn*;^2m 1 tif 
L, iii^^U. OMHC l/«if;H$0. 0 3 1 m 1 & 

;V Tf m U , &fiBHBmg#t 
' Ttm^mm (C B7 H 98 N B 0,-2HCl'2.2H a O& U) 
If £ (%) C-.58.74 11:5.73 N:7.61 
MBliU (%) C-.58.67 H;5.58 N:7.50 

2B h*m 3 1 miHc Lxmmm 1 3 9 N uoci^^^bfe. 

!IM 1 3 9 

2 — [ ( 2 E ) - 3- ( 1 ~ ^ h ^> ^ fvV - 2 - 7 x ~ /V - 1 H - fc° 
PP[2 J 3-b]t°!J^y-3--f/^) ^P/^-2-^/-f;V]-6, 
2, 3, 4-7f7t FP^y^'/DXWi 
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jumftmm (c 29 h 29 n 3 o 4 -hci^ lt) 

ft If fit (%) C:66.98 H:5.81 N:8.08 
MMi& (%) C:67.09 H:5.91 N:8.05 

mi&in i 4 o 

5 2 - { (2E) - 3- [l-t?-/U-2 - (4-7/^P7s^/H - 

1 H - tf p p [2, 3 - b } t° y y - 3 - 4 /V]y" v A - 2 - ?c J 4 
;V } - 6 , 2, 3, 4-f h?t FP^y^y 

TGm^^itt (C 8 8 H 2 e FN,O a -HCl-H 2 Oi IT) 
10 H-#jjt (%) C:63.94 H:5.56 N:7.99 
USHt (%) C:64.00 H:5.55 N:8.04 
lt«i l 0 t mmKhX'MtMM i 4 l~l 4 3 (D it # to Sr fife b fc . 
H j»S «141 

4-Tir^^-l - { (2E) - 3 - [ 1 , 5-^^^/V-2 - ( 4 - 
15 # ;> # ^ KV7*-^)-1H-^K-A'-3-^]/p^-2 . 

E^VES I -MS m/z; 535 [M+H] + 

* it m i 4 2 

2 - { ( 2 E ) - 3 - [ 1 , 5 - v> ^ ^ ;v - 2 - ( 4 - j& /I/ atf ^ b ^ 
20 7 a:^^) - 1 H - 4 -y K — A> - 3 - 4 JV ] y P ^ - 2 - J S ;v } - 

6, 2, 3, Foo^;f y 

I^^ES I-MS i/z: 525 [M+H] + 

mm m i 4 3 

(2E) -N-^^/V-N- ( 1 - p< f - /!/ t° ^ y ^ y - 4 - ;V ) - 
25 3 - [ 1 , 5-i^^;V-2 - ( 4 - # ;V atf ^ h *r 1/ 7 * ~ ;V ) - 1 H 

I^i7ES I-MS ffl/z: 460 [M+H] + 

mmm 5 1 mtuc it mmm 1 4 4 , i4 5o^»*^iifc, 
ilii 4 4 
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5 - { 4 - [ (5-'/p^-l-^f;V-2-7x^;V-lH-^y I" 

- /v - 3 - 4 jv ) # iv ;v ] tr ^ ? y - i - 4 ;v } - N - [ 2 - (4 

- ^ *?~?V- 1 , 3-fT^;V-5-^;k) fc? 9 3? ^ - 2 - # 

5 E^t^FAB-MS m/z: 6 4 4 [M+H] + 
IM 1 4 5 

5 - { 4 - [ (l, 5-v f ^W-2-7x = ;v - lH-^f J/F^;l/- 

3 - -f /V ) *yVJ^ = /l^]tr^9^> / -l-'1'/V} - N - [ 2 - ( 4 - t 

Kn^^7x^/v) ^ ^ /v ] t° 9 5? ~y - 2 - * jv sK * f* $ K & !fe & 

10 iE^tyFAB-MS m/z: 5 7 5 [M+H] + 

00 14 6©<ffcs#4fe«r#jifcLfco 
ili 1 4 6 

4 - { 3 - [3 - (4 - T^^)V-4-7^~}V¥^<y V V - 1 - A )V) 
15 -3-^^y-l-7"ia^^;H-l, 

2 - )V } glfi 

E^^^ESI-MS m/z: 52 1 [M+H] + 

mmm 5 tmm\z. Lxmmm 1 4 7 ©^#«j«r#fife l^. 

1 4 7 

20 5-{4-[(5-7;V^a-l-^ - 2- 7i = ^-lH-^y 
K — ;v - 3 - J ;v) % jv t< =■ t° ^< ? V y - l - 4 jv } - N - [ 2 - 

( 4 - ^ ;p - 1 , 3-^X^-/^-5-^/1/) ^^;V]t°9^y-2 

55 Wit (C B ! II 3 0 FN 7 0 2 S-2HCl-3. 5H 8 0t Lt) 
25 f+IMit (%) C: 51. 74 H:5.46 N:13.62 
MWliU (%) C : 51. 75 H:5.81 N: 13. 59 

m%\n 14 8 

5 - { 4 - [ (1, 5 - i^^ f - 2 - 7xc^ - 1 H - k°P P [2 , 
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3 - b ] t° y i> V - 3 - ;v ) % ;v ifs - ^< =7 V V - 1 - 4 A>) - 
N - C 2 - 3 - 9"- 7 3/ - ;v - 5 - -T ;v ) ^ f - ;v ] t° 

F Hit 

7CfR##fH (C 31 H 3 z N 8 0 2 S-3HCl-4H 2 0t L "CO 

ft If fit (%) C:46.65. H:5.93 N:14.04 

% $lj jjl (%') C:46.73 H:5.85 N : 13. 98 
iE-f t^ES I -MS m/z: 580[M] + 

^j&SM 14 9 

2 - { (2E) - 3- [l-7 ? 9 : -/V-2 - (3, l'^^t !5 rv / 
7 * = ^ ) - 1 H - t° P PJ C 2. , 3 - b ] t? y y - 3 - A /V ] •? P ^ - 
2-my^;V} - 6, 7 — K^'/- 1 . 2, 3, 4 - ^ h 7 t K 

7G#£fffffl[ (C 2 8 H S 7 N 8 0 B -HCl-HgOt UT) 
tUSia (%) C : 63. 10 H:5.48 N:7.62 
H?$Hit (%) C:63. 11 H:5.39 N:7.69 

itwi 5 0 

5 - { 4 - [ (5-^PP-l-yf>-2-7s^;V-lH-^F 

- /V - 3 - 4 ;V ) # ?V $ c= /l> ] tf ^ 9 ^ - 1 - -f /V } — N — [ 2 — (4 

- ^ ^ /v - 1 , 3-f ^ ] If 9 y - 2 

E^f^yE S I - MS m/z: 600 [M+H] + 

mm mi 5 i 

N — {[5 - { 4 - [ ( 1 , 5 - V t f- ;v- 2 -7 * ~ ;v - 1HH y 
K — /V - 3 - A' ) */M^;Hk°^7^v-l-^/M t° 7 - 2 

- /V ] iJ )V # ~ ;V } - ( S ) -7^^;V77 = y 
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(C 3 B H 84 N 6 0 4 'H 2 0fc It) 
ft^iit (%) C:67.73 H:5.85 N : 1 3 . 54 
HSH0I: (%) C:67.47 H:5.66 N: 13. 4-8 

mm m 5 1 ifiat mmm 1 5 2 <zm^ & -a- $ l & 0 
5 mmmi 5 2 

N _ ^ =f- ;v - N - { [ 5 - { 4 - [ ( 1 , 5-^^^/V-2-7cc=^ 

-lH-'fx # ;v $ - ;H tf ^ 7 5? f - 1 - ^ ^ } 

tf 9 ^ - 2 - ;v ] % # ~ jv ) - ( s ) - 7x = ^75-y^f/v 

^~ 7s T A 1 

10 Thm^mm (C 38 H 40 N a 0 4 -0.5H 2 Oi Lt) 
ff#ft (%) C: 69. 81 H:6.32 N: 12. 85 
• (%) C:69.64 H:6.18 N: 12. 87 

5 3©fl5£tt&£j$Lfco 
15 IMJ15 3 

4 - {3-C3 - (6, 7-v J ^ f^rv / -l, 2, 3, 4-?^7t F 

n^y^y y y - 2 - 4 ?v ) - 3-t^y-/p^^^] - l - ^f/i^ 
-lH-tf. P P [ 2 , 3 - b ] tf y 5? y - 2 - 4 )V } 

Ttrnftmrn (c a 9 h 2 7 n 3 o 5 -hci-o. 5h 2 o^ t-o 

20 tMMC <%)' C:64.14 H:5.38 N:7.74 
(%) C:64. 37 H:5.11 N:7.76 

m m m 3 ^i^it^*«i 54<zMfc#$sr#j£Lfc 0 

it«l 5 4 

[6, 7-^h^v'-2- { (2E) - 3- [l-^^;V-2 - (4 

25 -7;v^*p7^^;v) - iH-epp[2, 3-b]t°y^>--3--r 

;V]7°P/> 0 -2-^7^^}-l, 2, 3, 4-f f?n'p^y^y 
y x - 1 - ^;v]«^-f;^^r/vill 
tg^^It« (C 3 2 H 3 2 PN 3 0 5 -HCl-1.3H a 0t LT) 
ffUli (%) C:62.24 H:5.81 N:6.80 
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mmit (%) C:62.33 H:5.91 N:6.99 

5 5 (Dit^m^^^^tco 
mm m 1 5 5 

[6, 7 - i? * h * V - 2 - { (2E) - 3- [l-7<^/V-2 - (4 

-77k^-n^^^;v) - iH-t'pp[2, 3 - b 3 tr y V"y- 3 - 
;W]7 9 n/^-2-^/^;V}-l, 2, 3, 4-r Fo^^r/ 
y y - i - J jvmWi 

Tcm^mm (C, 0 H 2 8 FN 3 0 B - 0.7H 2 0i It) 
' ftlMii (%) C;66.46 H:5.47 N : 7. 75 
mmiU (%) C:66.53 11:5.58 N : 7. 53 

rm^mmm i Rxf 2 \^&\^x &mttMit^m t u x , a $ ^ m 

WOOO/44743-^^T G F-0&ft^;i£3r-f5ttfS1E$&a'bTV^l- 
( 1 , 5 - v 5 7< f - ;v - 2 - 7 jfi ~ ;v y K — ;v - 3 - -f ;v * ;v *tf 
- ;V ) _ 4 _ ( 2 - f y ; v ) tf ^ 5 y s & ^ ( ^ T s IB #J 

A i o ) & ffl V^ fc 0 

t«{3*J 1 

TGF-5«ll39-^yS^*?«ll^ffi (TGF-0f*gi^ffl) 

^ 7-^yg^©iii Lt C 3 H] pr ol ine $!J L 0 
^P^V-hSrE^T, thlE^&Jfft^M^M (NHDF, 
10 4 /?^) N XfSt hMS^WM^M (TIG-3, 10 4 /^^ 
,V) & 10% ? >>ailjfiLtt(FCS)#^^/V^y -^7Vi»»(DMEM) 

B#£Lfc. i#*±»Sr»D»#> 0. l% ? v iLflf T A> 7 $ 
y (bsa) ^DMEM^lt-e i mtfc^ft, o.i%^vi|7/^^-tl 

DMEM#;U6T?1 0Jg*Lfc. *V^-e, 3, 10m M) 

«P LT20f-MJt* Lfc^ s T G F - 0 1 (3ng/ml)*3 J; C 3 H] 
proline (18. 5 kBq/ r> ^)&«P LtltaPigt U □ 

#*J:J*3:H!i 19 I** > P^»^y7r- (pbs) -<?2®^Ms 0.3M 

NaOH, 1% K7*i//VlSt V ]) V A (SDS) T? ft! 8£ & L > h P ^ P 
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. vmWl (tca) 3 ttfco ftMW % ? y * 7 4 jv $ - 

(GF/B) d J; <0 £ -&mft&, ;?X7^V^iO [>H] proline 

* * m w *s * v - v- 3 y%vy#-K&ymMi'tco mm&& m & 

mmmfe^yh (XT1\ Roche) T" 1 S I , [ 3 H] proline® V) & * % 

5 mmmttiiJELito nm^tz, mmmm- 1 t g f-j3 im&#<d c 3 h] 

proline® 9 100% i LtlWLfc. 

jg 1 ■ T G F - ]3g|5839 > -yyB&a]ffllfEJS (NHDF«) 



ft ft ft) inhibition) 





1 fi M 


3ju M 


10 n M 




8 


9 


30 


^ % $1 2 


23 • 


61 


79 


$tf|3 0 


41 


94 


148 


Hiwi 2 i 


- 


39 


54 


mm.rn 3 i 






74 




40 


43 


88 


mmm 2 i 


25 


35 


42 


mmm 9 7 


37 


69 




mmm 9 8 


47 


92 




3 


65 


105 


143 


mmm 2 8 


31 


40 


92 


mmm 4 


41 


70 


138 


n m m 2 9 


64 


72 


123 


0 9 


50 


76 


135 


HJfefl] 1 1 0 




66 


143 


mmmi 1 1 




82 


168 


m m m 1 1 2 




73 


143 


mmm 1 1 3 




88 


148 


HIMi 1 4 




94 


165 


1 1 5 




84 


155 
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m i <om,% 



m m w i i e 


- 


76 


168 


smwi i 7 




82 


140 


IIWl 1 8 


_ 


81 


147 


mm mi 1 9 


_ 


7 5 


153 


mm^j 1 2 2 


20 


57 


- 


HSlfeM 1 2 3 


55 


125 


- 


1 2 4 


21 


108 


- 


mmm 1 2 5 


52 


91 


- 


HJfifll 1 2 6 


29 


86 


- 


^Ifl 1 2 7 


72 


78 


- 


£#£01 1 2 8 


61 


76 


- 


nmm 1 2 9 


75 


73 


- 


1 3 0 


92 


157 


- 


m m m 1 3 1 


96 


141 


- 


^KM 1 3 2 


67 


122 


- 


1 3 3 


57 


104 


- 


mmm 


1 3 4 


90 


111 


- 


m m m 


1 3 5 


78 


110 


- 


m n w 


1 3 6 


66 


111 


- 


mmw 


1 3 7 


38 


72 




mmm 


1 3 8 


6 5 


53 


- 


mmm 


1 3 9 


37 


54 ' 


- 




1 4 0 


140 


171 


- 


mmm 1 4 1 


111 


114 


- 


mmm 142 


65 


130 


- 


mmm 


14 3 


42 


104 


- 


mmm 


1 4 4 


78 


85 




mmm 


14 5 


55 


64 




mmm 


14 6 


43 


60 




m m \% 


14 7 


' 29 


59 




mmm 


14 8 


29 


53 
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|2. T G F — j6 1 




m&ftiMftM (tig - 3 fym) 




TG F - j3 


( % 


a7-^>M Hi U ft ffi 
inhibition) 




3 n M 




10 m M 




28 




63 




74 




117 


in * m 9 


42 ' 




71 


H Jfe M 3 1 


36 




90 


im^ 1 


21 




56 


^li 7 6 


78 




101 


I^M 8 0 


105 




149 


mmm i 5 


82 




• 140 


JSMJ 3 2 


62 




117 


H$L$j 6 0 


70 




133 



W R 09 2 

9 s» h sk m * <£> ft «b 4ft S $1 S 

#4 (lOmg/kg) Lfe| s (0.26B#|H, lUM, 4R«) 

lfl®tft 0 # ft ^ © ik If || S £ HPLCI- £ D iJ jg L ft 0 
I*^t3 & 1" 0 
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m 3 . 7 v h jfa m © -a* % n a 



** ( ng / ml ) 







0. 25R# W$ 


mm® 


m ram 


4fe A 




0-69 


55-120 


5- 18 


1 2 


1 


3900- 5800 


2100- 5800 


310- 580 


* tts m 2 6 




230- 800 


130- 300 


0-92 


^ ii m 9 




1300— 3900 


720— 2200 


350- 530 


HJtM 1 2 


0 


6400- 10000 


3200- 5700. 


2500- 3100 


m m $ j 3 i 




320-370 


320—640 


420- 650 


l 




2300- 29000 


1300- 7300 


750- 940 


H ife 09 5 




1400— 2300 


520- 720 


87- 160 


£ ffil 00 2 7 




2400- 4100 


1500- 1900 


N. D. 


3 ' 




120— 660 


370- 640 


260- 310 


m m m 2 8 




71-170 


400— 550 


320-460 


mmw 4 




390- 500 


490- 590 


180-290 


HSfifi 1 0 


4 


14- 19 _ 


44-71 


25-32 


mmm 2 9 




330— 940 


280- 1100 


170-710 


N. D. ; not 


determined 







5 a (7? jk * ft s m Jt u r s » 6 i>>\c m ^ r i a* m fa -v h 5 0 • 

m m n 3 

^Fam^^s^^lS^ 1000 mg/kg ©^^i-ei p 

-IW4T-«ii^fc 0 fHIiiLt, H»Jl, 9, 3 1, 
10 120, 121©ft#*Hn j P)h/ft#Uft:. 

1 

«*!] (rtJ!R«) 
1 ®80mg 

15 3 <Z) fc'&m 5. Orag 
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> i)^p3 VWffi 46. 6mg 

^^ir/WP-^ 24. Omg 

z^f /Vt/VP 1 -^ 4. Omg 

^77!) ^1^^^^ 0 . 4mg 



1 ^80mg if 

5 © ^b#» 5. Omg 

^^Pa^i© 46. 6mg 

^^ir;VP-^ ' 24. Omg 

^f^t;VP-^ 4. Omg 

XTTVym^f^W^ 0.4mg 

g m ± (o m m *r m m 

&s±.\cw Ufc±5m, #S8Wrts£«M^ fcftfc T g f — 3 attfc^ffl 
£ £ U , ltt!ii<S^ft{^lt«&5iH^, * % ® it & to £ M 
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m # © is h 

1. ^<Z>5£ [ 1 ) T?* § ft5<fb£-*T& o T, ^© (A) s (B) X 

n ( c ) © m it <o ^ T ft f>> x h 5 t ? k If # W x » -t o H W ic fF ® 



5 (A) 

n fi , o % m 1r c 

X » , CR 4 XfiN4^U Y ft , CR'XftN^SL, Z ft, CR 

R\ R 2 & s W-Xftftftot, * $ s T /V a, , t 
10 KP=f^7/V^f/K 7;Va^^T;K/K * /V JJ? v' T /V ^ JV , T v 1 

R 8 1 A R S2 X«R 83 -e^^$^TV>-C 1 fcJ;V> 0 R 81 ,'R 82 , R 8 3 
& , ^-XBS^oT, P y y , T /V *r A' N ^nT/H/K 
is ^ , ^ v T ;v =* =3f ^ N t Kp#V, t Fp^^T/v^t/K * /v fl? ^ 
%, , r/V3^-^^;VJ]^;K V r / X = h * €r 35 T 0 X . R 8 1 , 
R 8 2 , R 8 3 « N -f 5 2 © S # - » ft o T , ^vy^t^^ 

R 4 „ R 6 , ' R <\ R 7 « , P - X « H ft o X s 7km, ^P^ t fc K 
20 P ^ ^ > T 5 / > T 7V df- /]✓ > ^p7/K/K T a *r V s y T ;V 
^ 7 ;V ^ /V 7 ^ / , 7!)-/i'7;^;K ^7/XI^N 
M-f 0 Xl*> R 4 R\ R\ R 7 », »®t§ 2 ffl ft 
o "C > ^ f- V v v> ir ^ is X f3 ^ f - ^ f # ^ & & i~ o 
R 3 te, #:©5£ (2) ?HH§Slrito 



.5 
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— N \l-R^R 3B 

w 

r 3 A it s t? y ^ v s t? y v y ^ tr y ^ ^ f x si t° v 5 y © 2 15 <d 

R 3 5 ti , fK7/!);v {.t>$>ZT Y J *S V A>&s T )\"*jv ( '6 
5 7 ;v » > t K n ^ V N ^T/V^^T 5 / XttV^ Pr/^^tl 

— g-n 

R 3 c , R 3 D , PJ-XttUfcoT, & © (1) ~ (4) © S CD 

io ( i ) 

( 2 ) PT^^/V ( ti> & is # nT/K/His T /V dp /V N fc K p 

dp y „ t K u dp V 7 JV dp ;V , # ;V T a dp is % A> $ 

(3)7/^;H^i^7/v^f ;v ft , l~5^tf>jH-xM&5> ( i ) 
15 M%V(D^TnmM (^^SlSfto^rPllIt T/v^t/K t Ko^ 
. V 7 JV dp ;U X ft 7 ;V a dp y 7 * ^ T* ft jft § tl T ^ T % £ V> 0 ) , ( i 
i) 1 ~ 3 ji<Z5 IH-Xtt 

;k n dp ^ r A- ^ A- -T? g $| £ fa T V 1 * T % J; ) % ( i i i ) t Fo^ 
20 y, (i v) 7;v^v ( ( v ) T!)-;!' (i^^7P-;Ht 7;v 
dp ;v , t Kp * y s 7 ;v a ^ ^ x « 7 ^ a ^ y 7 ;V ^ ;v ft & & fa T 
~t % J; V ^ 0 ) , ( v i ) TD'-A'*^^ ( ^ 6 7 V - dp y <D 
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7 ]} ~ ;v g|$ # % J ;V ^ ;]/ % t KP^*/, 7 /V 3 df- V X » 7 A* 3 ^ V 

r;v'^;vi?ii^tv^tuv\ ) , ( v i i ) 7/K;vr? A 
( v i i i ) V 7 A * ;V 7 % 7 > (ix) ^/^^^ ( x ) T A- a 
^ <X # A- *i* - As X » > ( x i ) n ^ V s tSH§ tl/T^t ^ £ I N 0 ] , 

(4) ^#^«itx ca»a»5 ##205**11*^ r;H/>, t kp 

x « , r 3 c , R 3D fts BtetsNi-ntfto-c, at & r 5 / ( a> 
a* s gg 7 % / > t/v^/k tFP^^r/^/K r;i/a^^r^ 

if/K T?/T/K;K k FP^f^, 7 y - A X J± T y - A- T A ^ A- 
fib, R 3 c & 7j< % *C o T > R 3 D # * Pfe X tt & II T A * A (D # # 
(B) 

Xt4, CR 4 X«N&*L, Y tt , CR^ftN^SL, Z tt , CR 
7 X ft N £ 31 1~ o 

R\ R 2 te, ^-Xlil^ot, 7A^As AHTA^A, t Kp* 
$/ 7 A A , 7;V3 ^ v- 7 A A , * A tf? dp 7 A- dp A „ 7V;V, 7 

y - a , f t iisiix»7 y - ;vr;^;v^tt (^^std- 

A, ft tliiSl^r y - A7 A"¥ A© 7 P -A$4H3A R 81 , 
R"XHR 8a -etiStitv>t^J;v> 0 R 8 \ R 8 2 n R 83 &, R- 

Xftl/iot, AB^y, 7 A> A , ^ P 7 A ^ A , 7 A a ^ „ 
P 7 ;v a , t Kp ^ v", t F n sap- -j/ r A ^ A N # A* $ ^ s 7 A- 
a *y # A- ^ A- N J/T/Xe-M^t. Xft> R 8 1 % R 8 2 , R 

r 4 „ R 5 , R 6 N R 7 « , i-Xfil^ot, 7X if v ^ n ? y , t K 
n *c is N 75 A 7 A /V „ ^ p 7 A* A- N 7 A a 3r v- N * y 7 A 
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;V7 ^ / s V 7 ;v * ;V 7 5 / , 7 ] J iXT/XB - 

£?fe1- 0 Xte> R 4 > R 5 > R 6 > R 7 fts »jRi-52ffl©S«s-*Hc«: 

R 3 ft , [4] •e*$*l£*&&1-o 




-NHCOCH3 



C4] 

5 (C) 

X ft , CR 4 XftN£|?L, Y ft s CR 6 XtiN^|l, Z ft , CR 

7 X ft N £ $ "t c 

r 1 N r 2 ft v li-XBI*-?t, 7K * , T ;v ^ >v , ^p7;K/K t 
10 Fp^v'T/V^t/V, 7;V3^^7;V^;V, # ;V ^ */ 7 )V * ;V „ 7 V 

R 81 , R 8 2 X ft R 8 3 T"fiil^titv ,i "Cl) R 8 \ R 8 \ R 8 s 

ft > ^-XftMfeot, /> p y ~y „ r/v^r^s /Majyi/^^, T a 
15 ^ V „ /^p7/V3^^, t K p ^ V , t Fp^^7/V^/I / > ^7A 
TA'a**/* /V # ~ /V , # ;V # ^ V X ft ^ b n £ $ f n X ft > R 8 1 , 
R 8 s , R 8 3 ft ^ igf§2i©S^-|luftoT, y ^ V ^ >» ^ v- 

R 4 , R 5 , R 6 , R 7 ft , m - X ft £ fc o T , 7X $ s ^ ^ n t F 

20 n *f V , T 5 7 s T /V 3r ;V , ^ p T jV )V % 7/Va^fV, *& / 7 /V ^ 
iv 7 % y > ^7;K^7^/, 7 U -;V7/v^;V, '/ryXB-bP 
Xft> R 4 , R 5 > R e s R 7 fts ilt§2fi©I^-itys 

o-c, y v ^ ft ^ ^ v y * *S % fto 

R 3 ft > ^(D (1) Xft (2) £> K £r IS 1" , 

25 (1) is^r^/ [^^5SiRr5;ii, ^-xfti^^iifi 
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^-t?y*a$fl&'£LTV^t>£V^ R 91 > R 92 , R 93 ft, IU-XftH 
ft o T s T yv ;w > T/^^fj/ s t K p ^ ^ s t Kb ^VT/v^/v, 
T/^^rVr;v^;v, T/Va^fv'^^ -^T;v^;v, # )V its ^ V „ 
■ft ;V 7$ «3f- V 7 /V dp- ;V , 7 ;V , 2 - t K n *r V ^ V X "f 5 ^ J/ ^ /V > 

) zm-rt^ xft^ i^-ft* ±o 2ffl©sas-»^*oT, -c 

O N H C H 2 N (Ph) (Ph|i> 7^^;V^H1- 0 ) 0 £ # 

%£l^ 0 R 94 , R 9 5 ft , ^-Xft^ftoT, 7/V^;V, 7 /V a * V* 

5 / N T/V^/^/^^/^^y, 7 f A> 7 K J s * /V ^ * "f A' ^ ^ 
y 7 ;v ^ ^ # /v ^ s V 7 ^ ;v % ?v a *t A ;v , *sT / ^ # 
* ^ > 7 ;V a 3f V * ;v ^ /V , X ;V 7 7 * >f /v , *;7/K;v7?; 
^ A> * ~ ;v s i?7;^^757^^*=^Xtt=hBS:St. X ft „ 
R 9 4 N R 9 5 ft % |it5 2fi©S#-il^iot^l^y^t^v'X 
}2 i/ y ^ ^ ft HE 1~ 0 ] , 
(2) [5] tft^SS. 

"V 

[5] 

R SE , R 3F ft, R-Xtt&ftoTs (i) ~ (v) 

ft ^ * 1" o 
. ( i ) 7^ M, 

( i i ) T ;v {^i)^7/K/Ht 1 ~ 3 fl © |H - X ft & * 5 > 
( a ) t F n ^ ^ , ( b ) 7 V - A- ( t*ft> S 7 U - /V ft , 1 ~ 3 flU (D 
m - X ft A ft 5 ^ . 7 ;V /V , A07/K/V, t K P^fV, 7/^^y, 
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^p^y, ^r;xi^hp^|l^t^t!>ii\ ) ( c ) # 

A'tf**s, ( d ) m IP <D ^ 7 n m £ C ^ ^ 5 IS ftl © ^ P $ £ tt > 7 
;v ^ A> X a 7 )) - A> 7 ;v dp ;v ( fl» ^ 5 7 U - ^ 7 ;W jV <D 7 V - ;V =gpp 
s r ;v N 7 ;v a v x » ^ n <f y ft & S ft *c t % i v> 0 ) 
5 -cg&§ft*o^fc«J:^o ] , x » > ( e ) # * & « A HI £ ( a» a> 5 

^ ^ ^ % % % £ ft % 7 ^ ;^ , ^pr/V^/V, t f'P^V, t K P ^ 

V^T%£V^ 0 ) T*Mt& § *1"C ^ T % J; v^ 0 } % ' 
' ( i i i ) 7 y - ;v (^^57P-/^, 7 ;v * ^ , ^p7;H;k 
10 t Fp^^, t: F a ^ ^7/V^/K T/Vp^^, Att^y, 7 / X 

( i v ) v * n 7 ;v ^ p7;v^;vH^ 7 /V- a * V s 7 

is (v) ilno^fpfS (fri>>&1Si%\0'^?v&mfts 7/V^/K 

"y s y 7 / X « ~ h n -i* g |& £ ft x ^ T & £ ^ 0 ) e 

2. (A) -o'T'Ijo t s R\ R'j&S, ^-XftS/iot, ?X Pit , 7 
/v*7K r ^ a * f 7 ^ > r y *-/i'Xfi##*at*at£ ( a* 5 

TUV\ R 8 1 ^ R 8 \ R 8S M3, iH-XM&oT, ^ * V V x 7 
^^fA'XIlT^a * ^SrSi-o ) & ?K R 4 ,R B ,R 6 , R 7 # s > 

R 4 \ R G , R 6 , R 7 tf^ § 2 ^ W * tfS - ff t ft o T s ^ V ^ 

25 yt^n-W, ft i |B«»7 5: VWM\tx\iL^^%^m\^M 

3. (C) ©H^&oT, R\ R z ^\ K-XW*ot, 7 
/K 7 /V a * V 7 JV * ;V s T P '-/I'Xftlilllll ( tf=» 5 

7P-/W fSIIIISfi, R 8 ^ R 8 2 X tefc R 8 3 t'S^^t ^ 
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X-bk^o R 8 \ R 82 v R 83 «, lU-X«M^o-C, ap^v, 7 
;v ^ ;v , 7;va^^, T ;^ 3 ^ *s % ?v Ji? = ;vXfW ;v a? ^ ^ =§r ^ 0 
X « > R 8 \ R 8 2 > R 8 3 « > 2i(7)S^-H(c^ot, * 

V V & * * v- % m t. ) fifc^ R S R 5 n R 6 . r 7 a* s HJ - X » 
£ fc o X , 7X ^ s ^ p ? V ^ T ;v * % L < & 7 * f & Mir , 
R 4 , R 5 > R 6 s R 7 ^s ilt§2|©i^-|t^t, 7< 

lz fF & £ ft 5 % „ 

4 . (A) ©Mf&ot, R 3 *S , ft © & C 2 ] T? * § ft £ S 7? 



p tt, 1 

&&ftT^T%.J:V> 0 ) X g $1 § ft T VMT % £ V> o 3 X«ft©^I C33 



R 3C \ R 3D « N R-Xttil^oT, ft© (1) ~ (4) ©Stf^T 

( 1 ) 

( 2 ) i/ * n T * A' ( iO* j&> S ^ 7 A> * /V « N t: Kp^.VXISr 




[2] 
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,v 3 dp ;Vi?s~)VX>WWk £ frlX ^X % £ V»„ ) , 

( 3 ) T * * A/ [ ^ 5 7 A* * ;V B , l~6fla©|a!~Xttftfc5, ( i ) 
g& fp © ^ p 31 S ( tf> 5 jfi f P © ^ t p ft « , r/V^^tli^^t 

V^&<£V^ ) , (i i) ^SK«iiS f I^iillts 

5 l ~ 3 {@ © [H - X M & 3 , 7;V^;VX«T5 ; tSi^t^T^ 
Jcv^o ) , (ill) tFa^f^, ( i v ) 7;V3^J/ N (v) T!) 
- ;v ( /p ^5 7!)-/Ht T ;V 3r ;V , t K n * V X ft 7 ;V a ^ T* S 
&§*LTV^ , T%<fcV , >o ) % "(v i)7Jl-^t^V, (vi i) *? 7 
/V ^ /V 7 ^ 7 > ( v i i i ) * 4? ^ ^ , ( i x ) T/Va^f^*/^ 

io ^/v, (x) /NP^y, I^tbtv^fe J;^o ] , 

(4) ^^mmmn'M (^^s^tiiiise, rA'a^>^# 

X»> R 3C , R 3D te, iit^NJr-iicftot, It7^7 U> 
^Sltr^lt t Fp^^7;K;K T / 7 ;v * ;V X » t K p 
15 ^ y-etl § ftt X % £ v> 0 ) &H1- C 

5. (C) ©i'&t&oT^ R 3 & © (1) X ft (2) © £ 5 
■ H * JK 1 X 3 |E m © T 5 Kffgf^Xtt-t^Sl^ftllCtt^StiaSo 

(i) §ft7^;y 

Id $3 V> T > R 9 1 > R 9 ! XHR 93 til^t^tl) X < ^^fc N ^ 
20 y^^W;tn%<&LX^X'bk^ 0 R s \ R 9 \ R 93 «, R-XttH 
o T s T /V ^ * t Pp^V, t Kn^^7/V^f/V, T^a^^A 
/!/ 7 J? ^;V7;V%;V, * ;w ^^^7;K/K 7^/K 2 - t K p *c V ^ 

SftT^Tfc ) # L < tt Si jK X!t — 

25 ^i±© 2j@©l^-f fc^o-C, - CONHCH 8 N ( P h ) - £ * 

ySItt, R 94 x»R 96 i?gi&£;ftTV^%<}:^o R 94 > R 95 &, (SI 
-XSIftoT, T ;v a v- s ac^/, tPP^fV, 75 A 5? 7 
yl/^/^^;, * ;v * -f /V , 9 sT S * ^7/^-^7^;^^*^^ 
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( 2 ) c 5 ] vm & ^5 So 



R 3E , R 3F «, N-XSlftot, (i) ~ (v) <9g©V>T 

5 tl fl» & H i" o 

( i ) * ^ 

(i i) (^^§7;v^/Hi, l ~ 3 cd pj — % 
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